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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical^ acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 " 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 * 8 represent each H, halogeno, aikyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 ** do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R u represents alkyl, alkenyl, alkynyl or aralkyl. 
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C,. 4 7;H3*:>S> CJJ^IJH, C^J^^-JUS. -hDS, * 
£te75/S££U C©Cm7;U*;I/£, Cm7;Uu^>>S, Cm7;^z;H 

*5j;^c M 7;u+-;u«tt. Any>*^. *mm. c M 7;m*->*, c,.<7;u 
-en, c m 7j^jh (^©CM7;wp»tt*»**&ttc w 7;P3*5/»K:j: 

Oil^tlTHTfeJ:^) £«fc0fift£nT^Tt>«fclrO, SR I! R"N-C (= 
O) -O- (R a &£ZfR"ft. E-$fcttSfcoWTfc«i:< . rtSSBC^fctt 

Cm7;u+;us (d©7;u'*;u*tt*ij[S$^fiCM7;u3 4 i ->ai(c«koit»$ 
nTir»Tt>«fcirO *^r>. src«SR"- (s) m- (R"tt, Cm7;^;u« 

R\ R\ R'fccfctfR'tt. tegft TUT t>«fc<, TfcSSJEK^. Any 

>jih% Cm7jwi, Cm7;P3+->*. Cm7;1/^;u^^s, -KdS. * 

£te7 5/g£SU {IU R\ R 6 , R'fcJ:tfR^Ta<*JfcIK-?&&Tc:<i:tt 
R'&cfctfR ,0 te. B-i!ftl«ftoTHTt»«k<, C,47JU*;PS. 

tfc«c,,7j^jwj^-jn^i, c,.,7;i/^^»^fe«CM7;u+;u*;u 
#-;ug<z>7 JWPgMNJ, Any>SH% c^J^+xI, 7=ys (75 
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*nrir>Tt>j:vo,*fc»iis»*fctt^«ji»©3-7jiift*iiaai*fcttii*!i 

j£& { Z cfc 0 fi & £ tl T H T fc J: < . 
R"tt, C M 7;i/*JH, C,.,7;i^-;i/g, C»7;i/*n;l,g (C,.*7;mu!/ 

ttC M 7;Hi + ^St«t»5Bift$nTlr»T i 6)«k^). ^fcttR"- (CH.) n- (n 
tt 0 ~ 4 ©fi»££U R ,, ttfiS?n££IJ*ffi?n© 3-7 M£3&SR5£S£fcte1il 

*;HK*fcttC M 7;U3 + >'aHcJ:r}™snT^Tt)«fc<, to©fiS«i* 

arr) 

~4. o7;^^s*>«k^7;u3+->s*j|ii*-r-5. 

2 ~ 4 . ©7^y-;i/S*j«t^7;u+-jps*iS*TS. 

C w 7JWP©«tLTtt, *9\>k x^;k n-Totfjk -fy^DfcfJk 
n - T^Jk i-T^Jk s - 73Mk t - 73S>k n-^>^;k n-A^i^ 

□ n - 7>*^. i-^h + k s -yh + k t - 7 h*^***»f b 

n*. 
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/\ny>m*£it> 7ymm?> &mm^ £it\Z3vm%?z% 

WtLTtt. tf'Jv^S, ^'JyVI, ^7yVS> WU/S, 
7^^r-;U»*<fc^C M 7;i/*-;H|tt, gR"- (S) m-KcbOg&SnT 

stag (#£L<te, e>js;;w*«-r. 6 jt**fR£»ttifrf 
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mrfOOtt- (S) m-«i£££«-fo 
<fi, SR J '- (CH,) p-O- <R"WU ADy>*^ *&g, C w 7;m* 

sum*, ^-n-en. Cm7;wus (^®CM7;wustt*K3i*/tttc w 7 
r ,j n-c (=0) -o- (R ,, *j < k^R ,, tt« (i) x-Mm^nrz^tmrn-c 

&5), SfcfiiR"- (S) m- (R"tt5£ (I) T£g^nfcrt£<!:|S|«T* 
S) £HU pttl~6. #£L<«1~4, «tO»*L<ttlifctt2, 

it (I) 0{b^O»*L^SiLTtt» 

(CH,) p-O-) ££U R'^UCJJ^ + yS WSKtt^h* 
R 3 #M&$n£C,,7;i^*:>g (#£L<teSR"- (CH,) p-O 

-) 

it (I) 0{b^«5©ff*HrJ»i:UTtt. 

R\ R\ R'*«fc^R , ©'>^<tt,i^V\ny>Ig( ; P (#*L<tt. Jfc#lgC 

R\ R\ R'*5j;DCR'(7)/>^< tfe 1 OtfCTJ^frmzm-fitG®)* 

R\ R\ R 1 &£tfR'<D?lE>2Z>tf*^)],m$:mU, &*)<D2'Dtf*mWL=?* 

R\ R\ R'&£Z*R°<D'PU<tblZ)tf- haS. C,,7;H3* 
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R , *«tUtR ,, lC*i^T. ffi&Si: LTCffiftSfctt^fi&ft© 3-7 M^S^ 
R'&J^'r'^ »$L<tt, ynlfJH, 

^h + ->/^;ua, 7±9-)um. ^>^)vm, $fcii7i^fjn 

& (I) ©^©fftLUIHiLTtt, 
R\ R , *«ktfR ,, *«**igi^S«-rft^«|. 

r'*«**«^**l, R , &<kzSR"<D^Tnfr£fzimi5tf7mm i ?w\-<Dm 

R"*««r^i:*<7?*S«R"- (CH.) n-fC&^T, n«$f^L<«0~ 

&2nT^Tb£\,mfu£rztttmfu<D6^mmm3:& (3Et$F£L<tt, 71 

-JPS) *5«fctXKfil$tlT^Tt)J;^fiain*fctt^FfiSlP©6Mffi*lll!*S 
5* (I) 0<b^1fcOff*L^»tLTtt, X#N*fc»4CH**L, Z*«CH 
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3t (I) <Bfc£4&®#£U>#£LTte. Xfc, S (la) OflS^tt^WS 



(±§Bitf . 

£«gR JI - (CH.) p-O- (R"tt. ADy>If s 7 K&g, C w 7^3*y 

m=F\t. ^n?n, c„7;wi^ {z.oc«7)v*)vm&mmtziz\zc»7)i 

,5 N-C (=0) -O- (R ,l *J;tXR ,, «, R!-*fcttJlfc-3THTfc J: < . tK 

igftfcttcj^+jn (^©7;wuasf4*»»*fcttc w 7;m*^a 

C«fc0«»£nT^T<b«fcW SfcttSR"- (S) m- <R"fi. c,. 

.7;WI/£IC «fc 0«*3ttWTfc J:l»l&»*&tt?Ffcft® 3-7 M^mmst 
S£fctt«*SS£g£&l,. mteO£fcttl ptel~6<D^$: 

R J \ R'\ R":feJ;tfR»fct W-Sfctt«tt^T^Tt)J:<, AD 

y>iSHP. c,..7;u*;i/», Cm7;u3 + ^s. Cm7;u+;^^S, -has, 
tfctt7syMii, fit, r», r«, R^ctr/R^T^TKS^^^-r^ 

Sfc«CM7;wu*;u#n^*t«L. c M 7;u+;p**/tttCM7^+;u*^ 
#-;uS©7;u*;uSB»tt. /\Dy>BHP. CJj^ + xi. 7$/l (75 




R24 R 27 R 28 
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R J '«. Cm7;p*;|/*, c,..7;i/^n;us, c M 7;^-;us (c*7>Mr;i> 

ttCw7;U3*->*»CJ:0»**nT^TfeJ:Vi) £fc«R"- (CH:) q- (q 

£fc«CM7;io*->g{C=i;0®&£nT^T ! kJ:<, te©fiS?d£fcte* 
£fn© 5 Sfctt6 H«*!ll*fctt**ilt«^Lfcz:||ttT*-3Tt)iifO 
1") 

r j, *3J:^r ,s «. ^-rn^-^^gMc,. s 7;ni+^s (}fiL<tt/h+ 

->S) ffc^'gR 31 - (CH,) p-O-^tut^t^ 

SR 5 '- (CH:) p-O-ICfc^T, plljfiL<ttl-4. J;0« : ^L<« 

JC (la) Offc^toOWSLW&iUTtt, 

R ! \ R 2 ', R s *J:t)CR B 0^< t i ^/\Dy>«f ($f£L<fi, 

R'\ R ! \ R"^cfc^R"(D^<i:fcl^^CM7;i/+;i,S^*1-^tl. 
R u . R'\ R^irJR^^Z^fJU^iL. iO02^«f 

R M « R"> R 25 *5ct^R : W^< <hfe lo^- ham. 7 5. /g, C...7JHJ 

R 3 \ R^ii^R^K^f^iL, R^V\Dy>^ 0lf::$F3;L<ttJt 

R^^^R^CmJ)^;!/! (Mllff^lXfcU^I/g) ^L, R»£j; 
y.R :s ^7K^^&^-ffb^#, 



WO 00/43366 



PCT/JP00/00255 



- 9 - 

c^7)v*)v^*m, -has, £fc!,$7$;&zmTit£yo. 

5£ (la) ©{fc£&0#£U>8£l/Ttt» R"*J;Z>*R M ^7j<^j!I^^a-r-fb 
5$ (la) ©ft£tt®0f£U>i*<!:LTf±. R"i5«fc^R M ©lri1"n^S 
R^SfClttfTSSR"- (CH.O q-fC*5^T» q«#£L<teO~2 
$nT^T*)«k(r»7x-;US*s«t^|tS|$nT^Tt>«fc^fi»*fctt^lSIII©6 

a (U) O^ftOffSLlriptLTtt. 
Xj&*CH*fcttN£3&U 
R ,, *J«fc0fR , W#B«CM7;Pn + ->S*SL, 
R", R^fc«fctfR , W7R*ilSFF££U 

R !, iV\Dy>gf, c„7;mmps, Cm7;h3*->», *^tt-hoas*« 

R"&=ttfR ! '#7K3^££U 

r"j&«. c,47;^;us. c 2 . 4 7;uy-;i/S> c M 7;i/*^;us (Cm7;u*;i> 
S, C;,7;u^r^;uS43ck^c 2 . 6 7;i/+-;i/S«, **i-en, Aoy>nfSfe 

ttCM7;m + vS{3«fc0fi^$tLT^Tt)«k^) (CH.) q-R" (q 
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X#CH£fcteN££U 

R 2 \ R , ^fe«fctfR , W**IIC-?£«U 

.R u tf;\n?>m=?, Cm7;p*;us, c M 7J^*yS, £fcttz:hng£$ 

R"^. c,. 6 7;i/^;i/a, Cm7^^--;1/S, c m 7;p*-;us (c h 7W 
Ss c«7;^-;i/S*«ktXc M 7;i/+-;i/Stt. tn^n. Any>flHP*fc 

ttC^^n^i/SHJ: Dg&£tlT^Tt><nO (CH,) q-R" (q 

(io^fctiioit^L. R"ttAny>isc^ c w 7;p+;p»*fettCM7JU 

X#CH££f£N£gU 

r 21 £ d: R s, *«*«tft c M 7 ;m * ->s L . 

R", R 23 *5cklXR 2 W^^^SL» 

.R M j^ADy>jR^, c,.,7;u+;i/S, c^jm^a, ££«^hciS£a 

U 

R 2 W7K^m^«^^*^^L, 

r*w. CmJMM, c u 7)Wr-)\,&. c M 7JP*-^« (c,. s 7;i/^;u 
S, c M 7;u^r-;usij«fcr;c M 7;u+-;i/Stt, -tn-ett, t\uy>Wrf-^lt 

ttCw7;m + ^»fc«fc0«tft*nTV»T'bJ:^) (CH,) q-R M (q 

ttosfcfiiosHftsau R n ttApy>jR^, c w 7;u=ir;p**fcttc,.47;i/ 
□*s/Sic«kt)ii«^nT^Tt)«j;^7x-;i/». trusts, *fctt^7^;u 

R"^ctC/R !! 0^-rn^-^^S^CM7;U3^vS$:^L, W^SR 1 ' 
- (CH,) p-0-£SL. #£L<«. R J, ^#m&C,.,7;Uzi=^>g£gU 
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R^IR"- (CH,) p-0-££U 
R 2 \ R»&£&R»ifi7k%®=?&$tL* 

R u tfi/\Bif>m¥* C»7fr*)V&* Cm7;U3 + j/S, JfcfchoS^ 
R d: R ^?mW^ L . 

R"#. c w 7;i/*;us. Cm7;i/^-;us, c m 7;u+-;vs (c.7;wu 

C M 7;i'5r-;i/ai*5J:^CM7;i/+-;Hitt, -ttt-Pft, /\D$*>flKMfc 
ttCM7;i/3 + ->StC«fc01tft$nTlriTt>«k^) (CH,) q-R" (q 

teO£fc«i©SE&££L, R ,! (iy\Dy>gf, c M 7^;«sjtiiCu7;p 

R J, *J;^R"0D^Tn^-^^M^CM7;Hi + vS^SL, flii^SR" 
- (CH.) p-O-^gU ff*L<«, R J '^g^CM7;Un^xS*SL> 
R'^IR"- (CH.) p-O-^tU 

R H » R"££tfR"7^7ki^£g|U 

R'W\ny>^, Cm7;i/+;us, c,,7;^+yS, Sfctt-hDS*^ 

L, 

& CM7^^-;uat*«fcrxc M 7;u*z:^*tt. ^ft^'tt. ADy>Rf$fc 

ttCM7^ + yIl:«t0Si$tlT^Tfe<J:H) S&tt- (CH,) q-R" (q 
H0^«1©SSS[S*L R"ttAn$*>«^. Ci*7)l*)ls£3ittlZC»7)\' 

R J, 43=k^R :j (7)^-rn^-^^^CM7;Ui3 + vS^*L ) W^8R 3 ' 
- (CH : ) p-O-SSU fffKd R 3, ##M&C,,7;U:=!*->«£2lU 
R !: ^IR"- (CH,) p-O-^gL, 
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R'\ R M £J:tfR"#7Ki|/I^£^U 

R j, ^Apy>^, c,.,7;i/+;i/S. CmT^h^vS, Sfc^-hDS^g 

R^tK^JIH^U 
R S, ^7K^™^CDS$^L. 

R n ifi, C,..7;U+;US, C»7)Vtr=.)\,& Ci.<7)V*-)\,m (Cu7;WU 

s. c«7;u^r=;u**«fctfc»7;Hrz:;uaitt, -tn-en. Aay>gFpsfc 

ttCMJ^D + ylCctOlft^tll^TfcJ;^) *Jfctt- (CH,) q-R" (q 

□^->S{c«fc»5ita$nT^Tt)j:vi7x-;pai. trusts, 

X^CHSfcliN^L, 

R"*5J:lXR K ©^m^-^*«#«»CM7;Hi*S/***L, R" 
- (CH,) p-O-^gL, #£L<fi, R l, *«*«ttCM7;Un*S/a6*3SL. 
R ! ^IR"- (CHO p-O-^L, 

R'^fc£tfR : ^K^J^£SU 

R 24 *3«i;^R !5 /{)V\Dy>^. C W 7;^J«, Cm7;Ud*^*. *fctt= 
R 2 '&cfctfR : '#>J<SlJ^£3cU 

R"jft«. Cm7;Ht;I/». Ci+7)Wr C»7)\s*=.)l>£ (C M 7;i/4 t JU 

c M 7;u^-;i/**j«tixc„7;i/=ir-^*tt. -en^'tt, ADy>jRMfc 

«CM7;i/3 + ->S(3 e fc0M^^tlT^T : t e J;^) (CH,) q-R" (q 

ttO 1 Wg«:g|U R"ttAoy>«^, C w 7WifftttCM7^ 
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N- {2-*nn-4-[ (6. 7 - 4 -*±i/»J x;U) *=^>]7 
x-;u} — n ' --rv^;u^i/7. 

N- (4- {[7- (^>^;P^'» -6-*b*is-4-*i-VV-)l']* 

-2-^DD7i~JW - N ' -7Dtf;l/£[/7, 
N- (4- {[6- K>v;M-*'» -7-^ h^x-4-^^-yij-;^ 

-2 -^DD7i-jW -N' -7°Dfc!;y^U7, 
N- (2-^7DD-4- { [7 -^h^x-6- (3-WJ;yn^y) 

-4-^^-yj-;i,]^^->} 7i-;p) — n ' -yne;i^i/7, 
N-[2-^PD-4-( (6-^h^->-7-[2- (1H-1 -<5yyiJ 

;U) X h*^]-4-*^/'Jx;|,} t+y)7i^]-N' -X^^l^7. 
N-[2-;?DO-4-((6-^h + y-7-[2- (1H-1, 2. 3-h 

U7y-;U-1-<;U) Xh + y]-4-+tyj^H ^y)7i^]-N 

' -X5 1 ;U^U7. 

N-[2-^DD-4-((6-^^y-7-[3-(lH-l, 2, 3-h 

N-[2-i/OD-4-( {6-t< h*->-7-[2- (4-*3Ml/t?-^->V) 

N- (2-^OD-4- {[6-7<h + x-7- (2-WJ/Xh + y) 
-4-*i-V>J-)U]**is} 7xXJ|/) — N ' -X^^l/7. 

N- (2 -*DD-4- {[6-^h + v-7- (3-*;i/*'J/7'citf^-» 
-4-^'/^^^) 7iZW -N' 

N-[2-*DO-4-({6-* h*v-7-[2- (y^W$y) Xh 
+ ^]-4-^^-yjx;H t+y)7i^]-N' -X5 1 ;U^I/7. 

N-[2-^7DP-4-( (6-p( h + v-7-[2- (1H- 1 -- f S^'/'J 
;M Xh + y]-4-WUxJH t+y)7iZjH-N' - 7'n 1/7. 

N-[2->7DD-4-( (6-^h*->-7-[2- (1H-1, 2, 3-h 
•J7y-;U- 1 ~-i)U) Xh*y]-4-WJxJH t*y)7iZjP]-N 

' -yotf;u^7U7. 
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N-[2-*PP-4-( {6-/ K*->-7-[3- (1H-1. 2, 3- h 
U7«-1-<;W 7*P^v]-4-*7-y-'J-JM t+y)7i3]- 
N' 

N- (2-*PP-4- {[6-/h^S>-7- 

N-[2-*nn-4-( {6-> h + i/-7-[2- Xh 
^v]-4-+^yU-;H ^•/)7i-^]-N" -yPfcf^^UT, 

N-[2 4-( { 6 h*->- 7 -[2 - (1H-1-<S^/>J 

)V) jl 4 -M t+y)7ia]-N' -7^;i/<7l/7. 

N-[2 -*PP-4-( {6-* 7 -(2- (1H-1, 2, ' 3-b 

'J7'/-;i/-i-<;w ih*J/]-4-Wjzjn t*^)7i-jP]-N 
' -7*^;i/«7i/7, 

N-[2-£PP-4-( {6-^ h + ->- 7-[3- (1H-1, 2, 3 - h 
U7V/-;U-l--f;W 7D^y]-4-WJ^JH t+y)7i^]- 
N* -7?)WVT. 

N-[2-7PP-4-( {6-^K*:>-7-[2- (4-*3MUfcM^>V) 
Ih + y]-4-+t , / l J^H t+y)7iZ^]-N' -T^ 1 ? U7> 

N- (2 -7PP-4 - ([6-/K*->-7- + 
-4-+t > /U^]t+y) 7i-JW — N ' -y^)VOUT. 

N- (2 -*DO-4 - {[6-^ 7 - (3 -t;i/jjx«j /7"o^^'» 

-4-+t7'j-^]t+y} 7x-;i/) - n ' -y^;u^U7, 

N-[2-7PP-4-( {6-* h*^-7-[2- (5>*?\>P7S Ih 

4 Ux;!/} t+y)7i-JI/]-N' £=ttf 
N-[2-?PP-4-( (6-/ h*^-7-[2- (y7W5/) Ih 
+ y]-4-+yj;H **->)7x-;i/]-N' -7 , Dtf;i/-7U7. 

13. N-{2-7PP-4-[(6. 7 -v* h + ->-4- + /'j;P) 

7i-;n -n* -7°pe;u7i/7« 

5 1. N-(2-^DO-4-|[6-^h + y-7 - (2-m'j;ih + y) 
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-4-*/'J;U] -N ' - (2, 4-y7;W0 7iZJW 

■71x7, 

62. N- {2-7DD-4- [(6, 7-v* 4 -^/U x;i0 

is) 7x-;H - N ' -yahf^^l/T, 

76. N— [2-^OD-4-[ (6, 7 -v^ h + v-4-+^-l/U-^) * 
117. N-{2-7no-4- [(6, 7-v* h*->- 4 -*:hv* U x;U) * 

119. N - (2-700-4- {[6 h*->- 7 -(3 -^*'J J 7°Dtf 
+ y)-4-^t > / l J-Jl'] 7x~;U) -N' -7°Dfc^7l/7, 

135. N- (2-7PD-4- {[6-^K^^-7- ( 3 - fcM U y7 7° □ 
tf*>0 -4-+^/U^]t*y) 7i-W -N* -7°ntr;P7t/7, 

142. N- (2-7PD-4- {[6-*N*->-7- ( 3 - t? U vJM 

-4-^yj;i/]^^->} 7x-;u) -n' -7W;u-7i/7, 

143. N — (2-7PD-4- {[6-*h*->-7- (4 - t? >J ->MM 

: s) - a-*; yjL-)V) -n* -7Dtf;u-7U7, 

144. N - (2-700-4- {[6 H*^- 7 - 

+ -4- + / l Jil']^y| 7x-;P) - N ' -7"Dhf;i/7U7, 

145. N-[2-7ao-4-(6-/h*->-7- {[2- (1H-1, 2, 
3 - HJ7V-;U- 1 Ih^y]-4- + y'JiW ^y)7i-^]- 
N ' -7°P (f;i/7l/7, 

146. N-[2-700-4- (7- {[2- ( 1 H- 1 -4 5 ^VlUU) Xb 

+->j-6-^ h+i>-4-+y u;i^} ^5>)7xx;i/]-N' -7"De;u7i/ 

7, 

148. N— [2-700-4- (6 - * h*->- 7 - ([2- (4-^;Utf^ 

ih*x] -4- + yj;n 7xx;u] -n' -7'ae;u<7i/ 

7, 

1-49. N — (2-7DD-4- {(7 - ( 2 - t h* D + yl -6-/ 
h^y-4- + /U^y) 7xx;|/) - N ' - 7d t^7 1/7, 
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151. N— (2-7PP-4- {[6-*h* : s-7 - O-^frfti) S?n 

7ii;W -N ' -7^1^71/7. 

152. N-[2-7PP-4- (6-^h^->-7- {[3- (4-*3\H/fcM 
7p#*->]-4-*y 7x^]-N' -7n\d)i,ou 

7. 

153. N-[2-7PP-4- (6-/h^y-7- {[3- (1H-1, 2, 
3- bV7*/-)V—l 7°P^^^]-4- + y U;H **^) 7x~;U] 
-N' -7P \>)WV7. 

157. N— {2-*cm-4-[<7- {3-[ (2-hKD + yIf;W 

7S/]7"o^y( -6-* h*5/^4-*/ U;W t^y]7xUH 
— N' -7°Ptf;i/7l^7, 

159. N- {2-7PP-4-[(6- / h^v-7- {[5- (1H - 1, 2, 

3- h'J7y-;i/- i -- f;» ^>^;i/]^-^i>} -4-*/>j;u) t+->]7x 
-;u -n* -7'pt?;u7i/7. 

160. N-[2-£7PP-4- (7- {[4- ( 1 H — 1 - < 5 ¥V U >U) 7h 
+ y]-6-^h + y-4- + /'j;H ^=^-» 7i^]-N' -7Pfcf;U7U 
7, 

162. N- (2-7PP-4- {[6-*h*is-7 - (2-Wj;ih 
-4-+t 1 /'J^]t+y) 7x~;i/) — N ' - (2, 4-y'7Mo 

7i"JW 71/7, 

163. N- (2-7DO-4- {[6 h^i^- 7 - ( 3 -^z)li^ ] ) / 7°P 
-4-*^/'J-;l^*^} 7x-;U) — N' - (2, 4-~>*7^ 

D7i"W 71/7, 

164. N-[2-7PP-4- (6-* h + x-7 - {[3- (4-^3MHf^ 
VvV) 7 , D^y]-4-+t-/iJ-JH 7x-JU]-N' - (2, 4 
-y7MD7HJW 71/7. 

165. N - (2-7PP-4-[(7 - {3-[ (2-kFo + yX^JW 
^) 7$7)7o*+y) -6-^f> + y-4-^t , /'J^) t+y]7i' 
;H - N ' - (2, 4-y7MD7HW 71/7. 
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168. N- (2-7PP-4- {[6-* h*->-7- 

-4- + 7'J^]^v} 7x-;U) -N* - (2, 4-y7M0 7 

x~;i/) 71/7, 

169. N- (2-7PP-4- {[6-^h^r^-7- (3-KU^Mh4 
is) -4-*y»j;V]**5/} 7xZ;W — N* - (2, 4-y7MD7iI 

;w 7^7. 

17 0. N-[2 4-- (6-* b*r s s-7- {[2- (1H-1. 2. 3- 

hU7V-;i/- 1 -- r;w ih+yj-4-*yu;n 7x-;^-n' 

- (2, 4-y7JWD7iZJW £1/7, 

18 4. N— (2-7PP-4- {[6-* b*->-7- ( 3 - tMU vV 7*P# 

-4-*i~VV-)V] 7i"JW - N ' -*3\H>»7l/7 

185. N — (2-7PP-4- {[6-pt h*~>-7- ( 3 - fcf^'J y; 7*P# 
-4-^^-y*U-;i/] tfy) 7x-;i/) -N' -I^«7l/7, 

186. N-(2-7DP-4 - {[6 b*i/- 7 - (4 - fcf'J^M h + 
-4- + /U;W 7x-;i/) — N ' -.(2, 4-y7M07iZJW 
71/7. 

62. N- { 2 -^no-4 - [(6, 7->7 h + y-4-+7"V' l J-^) 

i>] 7x-;n -n ' -7ne;u7U7, 

142. N— (2-7PP-4- {[6-*h*v-7- ( 3 - tr U S^M 
^) -4- + 7U;i/]t*y) 7x~;U) — N* - 7"P t^U? 1/7. &ettf 

169. N — (2-7PP-4- {[6 h^v- 7 - ( 3 - tf 1 J 
-» - 4 7x-;U) -N* - (2, 4-y7Mo7i- 
71/7. 

«t LXiti- b >J 7£i£, * 'J 7Ai£££te7j;Uv7AJg<DJ; 5 fc7;kfc U 
*£SMfi©«fc7&APy>ffc*3&K£. 'J>&i£ 
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R1 0 



R2 



R3 AA NH2 >- 

R4 Jgg 



R1 O 




R1 0 




QH *U7 t K R2 

NH2 *" 
£3 



R1 O 



iSHMffl 



R1 CI 





110 ®, 

R6 
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ICJ:oTiaiST**. MX\Z, 4 -9 'J >tj§2g#te ( org. Synth. Col. V 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)^fefiW098/47873lCfB^$ 

>&M&fe. J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

46)Kf5m£ ns j: o tmm^mzk t^j&ts z. ttfr-z 

;UA75 K£KJfc£ii:T*:rv'n (SSlit^ 3 4 #HS) , #ir>T (2) 

i-^uymmw^tmirz (»ig«aj3 5&J;tf 3 6#fig) ££:fcJ;9 8gigT#3. 

Xfcs^tt+^yp t^-*->ifi{b u >i *nm-tz> z. t \z& o nirrs 

*igjD©j£/^b^*fJT£5o 

v>mmft&zwztt%Tz*i-vi)>mmft&ttm2i*:> 4- (-ho 
- (75;7iy+-» >mmfo$>2>wzmm-rz*-}-vv>mmwtfn 

**lr»»S*fc. 75/7x/-;H:MLIi <0!IAtf7K*{t* MJ£A) 
©#£T, 4 'J WiffiMST**-*-'./ U >mtt&ff0fl 
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FBl^i&M^^ftT. * L T2JI*E £ i±3 £ £ J; ^ T^iiT * -5 
(S8i£0iJ3 7*«fcOf3 8#IS). C©K«Ttt*fiJ6:07xy-;W*J:tJC4- 
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Sut^tfS (181 A). 

7 J 7kmt*tmi- h U ■> A^lc «fc D ji^cf 3 d t C J; D . R'CiM^^A 

•rajLifcT** diiB). 

SI*# (0=C = N-R") tf^fflS-fr (Ig2), J£g **fltf-HJ 
£ZO OSfcTMSfcT^+WMJ (R ,0 Hal) fcflsffiS-t** (18 3) 
tc£D:£ (I) ©^*t«ifiT*<5. 

R , *«ttXR ,, tt, R'*«tt;/SfcttR ,, 3&*7K*IR : ?T«S^U'7Sf3W*: 
fcifiS 7M£fc^HJ9A) #£T> ja^^c7;u+;KkjW (R'H a l ; 

R"Hal) *fls/BSli-*££fcJ;oTfc*AT** (18 5£J:tf 7). 

R , *5cfct;/^Ac«R , W7K^lI^FTr^^^l/7lf^#:^, **-A 1 fCfcl^T 
#5ttfc4- (75/7iy+-» Wi«MST£*:J-\/U> 

£S (#J*Ji\ hUx^75» ©#aEThU*^y>^JJD^{c5i^?tc7;^ 
;P75> (R"NH 2 , R'°R"NH) ££j&£-fc!:£ £ it «fc (184 
&<fc£>'6) 0 
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7$;7i;-;u:^Lii **fw-Mj£/o ©#£t, *#<=>n 

#&tl/t»*#{C^ftl0^fet^Wy*>7^— h»l^ (0 = C = N-R w ) 
S> (R"NH.) ZZt\Z£Q'7U7&ftZ<£j&TgZ. 

^yu>gi±o7te©*»so«sia (pg) &i&£u 

T;\u?>ik7)V*c)V (R 8 'Hal, R»" ttR a #7;i^*^gT&5<fc#©7 

^ffl^tSutiao, *4&^tt7;i^3-;m»# (r 2J ' 

>^0 7fi(l7;Hi4 1 xS$:^1-§*^<Z)^^^^jiT#^. 

■*S^fcffllf»4Any>{b7;WUtti&je$tlT^<5^, **WiJ.Am.Che 
m.Soc.,1945,67,736^(3fB«©7jffi(C^^TMitT#5. 

S&£jft (3/8 ^ 7;i/H TU BR $ *IT ^ 5 d> , $ § ^ «J.Antibiot.(l 

993),46(1),177, Ann.Pharm.Fr.l977,35,503l|(CfE«$©73fe(C^oTi2iiT#-5, 

*^/'J >»©7ftlC#j£©BfcS£irr5SS3Mm. 7^-A4l:toTU 
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2 "75 J -5fcA*»X*r;MBMM*tt, J.Med.Chero.l977,20,146§£S2«CD 

&»©#i££ft^*§fcftfc»S{iMc< y ->7t- hisfSte (0 = C = N-R 29 ) 

5> (R"NH 2 ) *f^ffl$1i-5Ci:t«kt)i>^7»^*^j«7?#*. 

#J^T, *^/'J>»±©7ffi0*»a©««* (PG) fcUfc&U 
■&TF/\u7>{tT )},*){, (R» Ha l, R^ttR'Wo + yS^Stt© 

7;wi^B#£S-t) Sr^^-e-^^tfcfco, hzwtTfrn-jim&w (r 
mm 4 mm). 

' *5BWfC«t S^fttt. <>fcfhPK:£HTjfo 1 ffrt£ffl||S£VEGF (V 
ascular endothelial growth factor) Tf !l$ Lfc l:gu-5MAPK (mitogen-acti 
vated protein kinase) ©iSttfbfclflSTS (8&gK»0!l 1 *5 £tf 2#flB). Mrt 
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Bite* ft, >J >B6te£ft&MA P K©±##§g© &'ft* (Abedi,H. and Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)). MA P K<Dm&Mtlh t g%i±\Z&tfZl!n. 
*gft&m!&<DmmizmW<ii'iSLm*mo ZttftobtlT^Z (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8,4-25(1997)). ft?T*%W\Z&Zfc&mtM&ffi£Wfflftm*m?Z a 

jfD-AttiMi, ##^i*A®<fc5fcasjs, mmzmm 

Jg©&^£i^<^tfO^T^5(Forkinan, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)). foL *389i{C:«fc3te-&fc 

tt* A&. ^J^MAH^. tiMgnU^T^ ft*, TxD-ABJSASteaE* 

feT, *$6WK:«fc*te£4fefi. £#K8!#L£*£, ^ttfc**fc«ftTV» 
*5BWlc«fcft«, **W»cJ:4te^**^trE*iftri&»3&«!ltt*ft4. *%bj 

&T&#> !£&£#) ©v>rft#©«:-£S88T, t hfccktf fc 

tf^fts. 



WO 00/43366 



PCT/JP00/00255 



- 29 - 

znza&mmmt. mftm^znx^zmmL ^mi mmu 
$mm & e & mm l xmm-r z> z. t. #t # s . 

X'$>Z>. 

i*«^i:^i;Tit^$n5^ enAtfo. i~ioomg/kg> 

L<«1~5 Omg/k g(Dt5HT^0, itl€:lBlIsISfctt«:lsIt^Jj-TS4 
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gill : 2 -tan- 4- [(6, 7 h*->-4-3V UJU) £*>0 7 

— 'J > 

vy^;U7Jl/**:> K (10ml) iZykmitJ- b U £A (6 0w%, 0. 7 2 
g) £inA. 5 0tT3 0#jf#&g&t;:U 4-7Sy-3-i7D07i/- 

JMftKtt (i. 6 i g) *in*.MTi o#&#L£o ^(c4-^oo-6, i 

-v*h^>*/U> (1. OOg) £JO*.l 0 OtT-tHj$l/fc. EJfiScK: 
7KSriPK^7 o P*;UAT«ffi £ □ n*;PAJi£IS?nifcK*JlW- h >J £A 

9 g, iR^6 0%Tf#fc. 

'H-NMR (CDC 1 4 0 0MHz) : (5 4. 05 (s. 3H), 4. 05 
(s, 3H). 4. 08 (s, 2H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

4 8 (d, J -5. 1Hz, 1H) 

m.W\2 : 4- [(6, 7-y^h^y-4-^;U^) -2, 3-v* 

y7fHmxH (10ml) KtJc*<|;:J- h »J £A (60w%, 0. 72 
g) SriDA, 5 Ott'3 0»JR#ftMCL, 4-757-2, 3-y^^7 

5 5g) SM^-riO^Uc. *l:4-^oo- 
6, h + x+y ij> (1. 0 0 g) ^jfjp^.1 0 OtT-TOLt. fi 

&$K7j<£jD/L^DO*;i/ATfaffiL/ct£, ^□□*;i/AH?£ffi?P^K7K3fe± h 
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0. 94g, iK^6 5%T#fc. 

'H-NMR (CDC 1,. 400 MHz): 62. 07 (s, 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s. 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d. J = 8. 5Hz, 1H), 6. 
83 (d, J=8. 5Hz, 1H), 7. 42 (s, 1H). 7. 64 (s, 1H). 
8. 42. (d, J = 5. 4Hz, 1 H) 

^13 : 4- [(6. 7-V*h*'>-4-*SV)l,) ~ 2. 5-v7 

5>^f;P7W->K (10ml) tTK^k^-h'J^A (60w%, 0. 36 
g) £Sn;L. 5 0CT3 O^SSCU 4-757-2, 5-v*?MU7 
x7-)l/ (1. 2 3g) fcin*MTl OM#Lfc. fc£4 7 
-y/h + y+;'J> (1. OOg) *JB^1 0 OVT-mmftbfzo EJfcSnc: 

^□□^)UA/7-feh> (1/1) TSIWrs^'J^yjU^OTh^ 

M&W4:3, 5-v^DD-4- r(6. 7 - h^f>- 4 -^7 U )V) Or* 
->] 7-'J > 

i?*?)V7.)VttisV (10ml) £#*ffc:J- V >J tfA (60wX, 0. 36 
g) £UD*. 5 0t:T3 OM^ISCL, 4-7 = 7-2, 6-y^D07 
x7-;l/ (1. 5 9 g) £JDAMT1 Oftmftbtc. #cH4-*DD-6. 7 
-y^h*y+/U> (1. OOg) ^MlOOtT-illijl^Uc. EJ&fflcK: 
#£ilDA£ □□#;UATtttiJL&ft, £oo#;PAJl«:g&f|j&Bg7KJ(S^- h "J £A 
7fc}8*rafci*U &7KfiS^MJ9AT&*!ILfc. «JE~RSI8£g£LT#&n 
?dP*;UA/7-feh> (1/1) T«T5y'J^y;^D7hy 
OffifMU M©ft^«:0. 3 5g. M2 2%T?#fc. 
'H-NMR (CDC 1,, 400 MHz): 63. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H). 6. 28 (d, J = 5. 4Hz, 1H), 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s. 1H). 8. 48 (d, 
J = 5. 4Hz, 1H) 

iij5 : 4- [(6, 7-v^ h^v-4-^7 U;i/) -2-_ hD7 

X'J> 

v/^MJM^^K (15ml) {C7K^b± h U OA (60w%, 0. 54 
g) £#DA> 7 0t:T3 OMlTt&m&fCU 4-75y-3--h07iy- 
0 7g) ^iDAiiSTl 0#jf#L£, ^t4-^DQ-6. 7-v* 
h*:>*/'J> (1. 5 0g) ^jfJD^l 0 0tt4Wj$Lfc o S^(l7j<^ 
Jn^.^ □ d^atM ^ □ o*;uAJI£&ft]j^7jc^:h h U £ A7kjg 

A/7-fe h> (1/1) TJl^TSvU^y^^DT 

§WJ6 : 1- [2-7$/-4 - (^yV)V^^-i/) - 5 h^y7i^1 

-i-x?y > 

1- (4-bh'D*y-3-/h + /7i-JW -l-X*/> (20g), ^ 
K*U^A (1 8. 3 g). BOUt- h ? - n-7?-)V7 >^-V A (4.45g), 
^>->*;|/^D=K (17. 3ml) £N, N-y/fMM7S h* (3 0 0m 

i) izmmv i o o'c-cimrsKfoLfz, m&rmm^^L. nzntcmziz 
ffij£T®mz%2kLTn£>nrz®2, %mmm (12. 4 7mi) &m (12 

Oml) K?£fi?U ^^T?2PfrB^JE&L75:. 0t;(;:T7k$tft:7- MJ £A7kigf££ 
JoA^tetCLfc^ ^ ao^jl/AttJiSL, ^DntfUkkilSrS^:*- HJ ^ATft 
^Lfc. ^(3. MffT^S$rMSLTf#bn^$$, X^y-jP (1 1 6 0m 

1 ), 7K (12 0ml) KM£;WtTfgfi?U ig{fc7 A (19. 2 g). 

&m (10 1. 7g) £Jp;L M)1^^3^Lfeo -fe^f hiii^U ^dd 

^;i/A//^y-;u (3/1) TSfc^u M£T?§&£g£U 

7j<K{k^- h U ^AtK^T7;1/* Utt^L^y OD^^AffiaiL, :/ oa^JlAM 

^a/si^x^ d.o/1) rmm-tzisvtj'ffrtn^ htfyy-<-\z£o 
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KggjU M©ft£$£2 4. 9 5 g. W7 7% (3 7x yZf) 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : 62. 51 (s, 3H) , 3. 84 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s. 2H), 7. 15-7. 62 (m, 
7H) 

mmM7 : 7- K> Square -» - 6 -7 1, 4 ->>b Kp- 4 

7 u 7 > 

1- [2-75^-4- (^>>?;i/^*-» -5-7 h + ->7x~;U] - 1 - 
Xj*7> (2 4. 9 5 g) Sfh7tHD77> (4 5 0ml) £«#U 
■Jr7A*h*vK (24. 87g) StaAMT 1 P$m«#&, filr^X7 
fiK3 7. 0 7ml) 2 l$Mft#ft. ?K ( 1 5 0 m I ) ZttoX 1 

mi&WLfz. 0'C(CTJi5fi^^iPApH4{CL. *£JD;L7no*;i/AtttfiU 
7 □ P*;UAJf £6!j&T h U »J=ETJS«l*®*UT#Sn/t» 

^dd^a//^;-^ (10/D TJlfiT.&v'JtfrVI/^aT 
7 7w-fC«tO»8!L, gg©{t£&£ 1 .7 . I6g, $^6 6%lWc. 
'H-NMR (DMSO-d., 4 0 0MH2): 63. 84 (s, 3H),5. 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s. 1H), 
7. 28-7. 51 (m. 6H), 7. 78 (d, J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

giigffJ8:7- (£j>j£2k^±Zj -4-7PP- 6 -7 K*->^7 'J > 

7- (^>->*;i/:**v) - 6-^h + y-l, 4 -yt H □ - 4 -*7 U 7 > 
(17. 16g) K^vififb'J > (1 4. 1 9m 1) £JflA, M*3BSit£ IB* 
SJLfc. «ETiS&£@£U $Sttfc8£££pp*;kM;:ig#U rt&ftT 
h U 7A7Kr§^^SDA7;P* 'JfifC 7PP*;i/AtttiiU ^on^AI^ 
SttfcxMJ»7AT«»Lfc. «ET8«E£S*LT»&ttfc»;S£, ^ODM 
A/7"feh> (10/1) T'llt^ y 'J A^i7 07 h i?"77 ^ - Cck Offli 
U *S©{fc^i»^3. 82g, W2UTHfe. 

'H-NMR (CDC I 4 0 0MHz) : <5 4. 06 (s. 3 H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d. J=4. 9Hz, 1 H) 
|||I9 : 4- {[7- K>7;U:fr*-» -6-7 h^->-4-*7 >UU] ^ 
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•>} -2, 5-v^^;U7-'J> 

y^^M^+yh' (2 5ml) t**^hUC7A (60w%, 1. 17 
g) £2jnA, 6 0t:T3 0M«iIl:l/ft, £K4-75/-2, 
^;U7x/-;P (4. OOg) ^riOA^jSTl 0#»#&, 7- (^>v;M"^ 
-» -4-^DD-6-^h+y+/U> (4. 36g) £Jn*fc. 2 2f^TO 

mmCDlt&WZ 3 . 0 4g, W5 2%T?#£. 

'H-NMR (CDC la, 4 0 0 MH z ) : 6 2. 0 5 (s, 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s. 2H), 

6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 

1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 

54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5. 1Hz, 1 H) 

Ri»*fl (ESI-MS, m/z): 40 1 (M'+l) 
SiCTl 0 : N— (4 — {[7 — (^>^;U^-^v) - 6 h^^-4-^7 U 

;H -2. 5-->'/5 1 ;u7x-;u) -n' - (2. 4 -^^d^x 

4- {[7- {^>V)\,**is) -6.-* h^y-4- + yiJ^] -2, 
5 -v^^^'J > (3 0 0mg) £?dd*;1/A (5ml) (Cigfl?LAct£. 
2, 4-y7WD7HJHVx7t-h (2 0 0 /zI) £jbD*.> 70tCT 
l%WL7t 0 h> (75/25) TJg^T-Sv 

8 %Tl#fCo 

'H-NMR (CDC 1 4 0 OMHz) : 6 2. 17 (s, 3H). 2. 26 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz. 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m. 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m. 7H), 7. 60 (s, 1 H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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mmmi 1 ■• n- u- ([7- {*L>2Jk**21 - 6 -y h^->-4-^yj 

M ^*->) -2, 5->7fJI/7i-Jl/) — N ' - (2 h^y7i"Jl/) 

4- {[7- (^>->*;^+v) -6 h^y-4- + /'J;W ^-^v} -2, 
5-v^^^7~'J> (3 0 0mg) £^PD*jkk (5ml) fciSJBLfc**. 
2-^h^y7i-JKVy7t-h (0. 2 4ml) Sim*. 70t:(CTl% 

n#L£. Kfomz, zuutshk/jthy (75/25) -esurr s->u# 

'H-NMR (CDC 1,, 400 MHz): 62. 17 (s, 3H), 2. 28 (s, 
3H), 3. 83 (s, 3H), 4. 07 (s, 3H). 5. 33 (s. 2H). 6. 
26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m. 3H), 7. 46 
(s, 1H). 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H). 8. 11 
-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 
jjjfly 2 : 4 - ([7- (^>>?;M-*>/) -6 h^y-4-^;U^] :* 
^~>} - 2 - □ □ 7 ~ 'J > 

^^^U^^+i/H (3. 6ml) tCTMffl^MJ^A (6 0w%, 3 20 
mg) £flnA> 6 0tT3 0 #8!#fgM£ Lfc. 4 - 7 5 / - 3 - V □ □ 
7xy-;HKi (7'2 0mg) ^DAiSTl 0$HK#&. 7- (<*>$;;m- 
*v) -4-^DD-6-^ h + v+y ij> (6 0 Omg) fcinAfc. 10513 
T*2 2^W«fJ*^SJt5attc*$3jDA^on*;UAttajLfc^. ^Dnmi^ 
fiSft£B&**^MJ£A#&&Ti5fe#L. &7K«^HJ2AT8;i8L;t. ME 

Ti§& l xf# e> $ ic / * y $ m z. mmm tLtz. m m l tzm& 

»fk^$5 3 3mg, »K^6 6%T*#fc. 
"H-NMR (CDC 1 ,. 400 MHz): 64. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H). 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J=8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m. 3H), 
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7. 44 (s, 1H). 7. 4 9 - 7. 5 3 (m. 2H), 7. 55 (s, 1H), 
8.4 5 (d, J = 5. 3Hz, 1H) 

SiMI (ES I-MS, m/z) : 4 9 7 (M'+l) 
mmWl 3 : N— (4- {[7- {* L >2Jk**2l -6-^ h*->-4-*/'J 
;U] ^^->} - 2-^oa7i3) -N' - (2, 4-y7Jl/^D7xn;U) 

4- {[7- -6-^h + v-4-^y UJP] ^-^v} -2 

> (2 6 Omg) £?cm*;PA (10ml) (Cjg^L/i^, 2, 
4-y7MD7iiMVy7t-F (198mg) ^JPA^Slr 2 ft|H)$# 

Lfco sjf&^^^PD*;uA/7iz h> do/1) -cmmtzi/Vjjyjwn 

T 4-\Z£0mmL, SH£Hfc£#j£ 3 3 7mg, iR$9 4%T?lfc. 

'H-NMR (CDC 1 3) 4 0 0MHz): (54. 0 4 (s, 3H), 5. 3 
2 (s, 2H), 6. 49 (d. J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m. 
3H), 7. 10-7. 17 (m. 2H), 7. 2 2- 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m. 1H), 8. 27 (d, J = 9. OHz, 1H), 8. 49 (d, J = 
5. 4Hz, 1H) 

IM1 (ESI-MS, m/z): 5 6 2, 5 6 4 (M'+l) 
gWU 4:N-{2-^aa-4-r(7-bKn=t 1 ^-6-^H4 1 f>-4-^ 
I 1 JJU) :fr*->J 7i-Jl/) — N' - (2, 4-y7^D7i^) $ UT 

N- (4- {[7- {1>*J)V**z/) - 6 h + x-4- + 7 u;i/j 
- 2 -^7P0 7x-;i/) — N ' - (2, 4-/7W07I-JW (2 1 

5mg) £. y^fMM75K (11m I) n^^J^m% (2 

1 5mg) £Jn;i> ***H£TMT JRJSifcKgWgx^;!/ (3 

Oml) £2mA. hSSLt, i8Ji£MEET®£U $i©fb^^l7 

4mg, <K$9 6 

'H-NMR (DMSO-d,, 4 0 0MHz) : 6 3. 9 4 (s, 3H). 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H)," 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1 H), 
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7. 98-8. 13 (m, 1H). 8. 23 (d, J = 9. 5Hz, 1H). 6. 
50 (d. J = 5. 1Hz, 1H), 8. 81. (s. 1H), 9. 31 (s, 1 H) 

(ESI-MS, m/z): 4 7 2 (M'+l) 
§S?iiffiJl5 : 4- (r 7 — <£ L >2Jk**±l -6-^ ujui^- 
-2, 3 - 5**^7= 'J > 
y^f^myF (6ml) \Z*mt± h 'J 2 A (6 0wt%, 0. 3 2 
g) *U0A. *IT3 0»M«»l/fcft, 4-7=y-2, 3-y^7x; 

-;ki. i og) sjD^fiTi o^Wit ££7- (^>v>;u:**>» 

-4-^DO-6-/ h + y+/U> (l.'20g) SriD^. 1 1 0tT6W 

^7 □ □ A il £ &7KGft$S v tf% -y^fh T'&j&l L Ac . MJ£T®m &g£ L Tf# <=> 
tlfcS**. ^□□7fx;UA/7-fe h> (6/1) TJgW-r«yU*y;U^ovh 

M<Dfl:£tt£0. 7 8g. iR$4 9%T*lf:. 
'H-NMR (DMSO-d ( , 4 0 0MHz) 61. 87 (s, 3H). 1. 96 
(s, 3H), 3. 97 (s. 3H), 4. 78 (s, 2H). 5. 23 (s. 2H). 
6. 12 (d. J = 5. 3Hz, 1H), 6. 54 (d, J = 8. 4Hz. 1H), 
6. 69 (d, J-8. 4Hz, 1 H), 7. 27-7. 51 (m. 7H), 8. 
3 1 (d, J = 5. 3Hz, . 1H) 

mkWl 6 : N- (4- (f7- (^>22kjL±il) -6-/ b*i/-4-*S 
!2ikM±jd ~ 2 » 3-y/^7i-^) — N ' - (2, 4-/7MD7 
x-JU) fr|x7 

4- ([7- (^>iS)U-**is) -6-^ h*->-4-*/ U^]**'» -2, 
3 -S**5\H/7-'J >(2 6 Omg) £N, N-y/fMM7$ K (5m 1 ) 
CSiUfci, 2, 4-y7MD7xZJK';y7t-F (12 1mg) &jbn 

mwL, mm<Dit£®$:2 1 9mg, ir^6 i%x-mzo 

'H-NMR (DMSO-d,, 4 0 0MHz) 61. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m. 2H), 7. 2 5 - 7. 6 3 (m. 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4-8. 3 6 (m, 2H), 8. 
7 9 (s, 1H) 

mmmi 7:7- {^>2Jk^±l -4- (3-7MD-4--hP7xy 
±zs) -6-* h*->4VU> 

(3ml) \Z7- -4-^DP-6-/h 
U >(3 0 Omg), 3-7Jl/tD-4-ZhD7x/-JK7 8 5mg) 

^•v^/mmx.?* (i/i) x-mm-r^nmiy^titrji^nThifyy^- 

'H-NMR (DMSO-d., 4 0 0MHz) 5 3. 8 3 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9- 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
8:4- (4-7S/-3-7MP7i-^y) -6-^ h=^>- 7 

7- (^>^;i/^+^) -4- (3-7MD-4--h07x; + y) -6 
h*->+7 UX19 Omg) £N, N-y/fWA75 K (5ml). 
hUX?JI/7 = > (lml) djg^U 7KHIt/\ , 7'y | 7A (4 Omg) 

□ ^UA/^^y-Jl/ (2 0/1) Tlllllt 5il 5/ 'J * □ 7 h ^7 7 ^ 

'H-NMR (DMSO-d, 40 0MHz) <5 3 . 8 7 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7-6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
ffl&mi 9 : N- (2, 4-y7MD7i^) -N' - {2-7)l*D- 4 
- [(7-fc h^y-4-^;U^) 7i-iH 71/7 

4- (4-75;-3-7Mo7i7^y) - 6 h*->- 7 'J / 
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—)V (7 Omg) &>?uufr)Vk (1. 5ml), N, N-y^WMJS K 
(lml) \zmMLfz'&< 2, 4-y7MD7x;My>/7t-h (4 3m 
g) £»ATgfiT3l«#raEJ6Lfc. S^(C^^/-;U^Jqa. MEETfet&% 
S£LT»&ft£&3*\ ^PD*:;i/A//^y-;i/ (2 0/1) TJSMTSSI 

'H-NMR (DMSO-d,, 4 0 0MHz) <5 3 . 9 4 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H). 7. 28-7. 
34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 
30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s , 1 H) 
mmM2 0 : 4-^DD-6-*H=frv-7-^/U y-jU 

7- K>->\M/:**-» -4-*on-6-* h*->*/ij> (i o Omg), 
ft7-7-^ (3 0 0 m 1). *?>Xfr*>M (2 5 p. 1) $hU7Ma/ 
>1& (lml) izfeBL 3 0»MMT*#Lfc. «JET»«*«4 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : <5 3. 9 8 (s, 3H), 7. 3 
3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1H), 
8. 54 (d, J=4. 9Hz, 1H). 10. 37 (br, 1 H) 
SWJ2 1 : 4-^DD-6-^h^x-7 - (2-* t^->Xh^-» U 



4-^OD-6-* h*v-7-*/»J/-;P (5 Omg), £S#»J£A (4 
Omg), a^txh^-n-^JUT^X^A Omg), 2-7o ; EX3 1 ;U 
y^Ux-x^ (4 Omg) £N, N-y^^MTSH (10ml) £i§ 

7" h U 0 hy^m^mA.^ □ Dtf^ATttfctJL, £ □ o^j|/AJg^fiKgg^- h U "7 




(6/2/1) TJRWr5'>U*y;U^OT h^77^-t:<t0^ 
8U W^tt^4 7mg, iR¥7 4XTf#jfc. 



> 
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'H-NMR (CDC 1 1, 4 0 0MHz) : 6 3. 4 9 (s. 3H), 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8. 5 7 (d, J = 4. 9Hz, 1 H) 

S^fl|22 : 2-^DO-4-([(6-/h^y-7-(2-^h^yI^y) 

y/fM^yK (2ml) fC7jc^fb^ h U ?A (6 0w%, 1 5 3mg) 
*m7L. 6 0t:T3 OfrJftf^&KU 4-75y-3-^on7x;-JH 
Ktt (3 4 3mg) ^iOAiJSTl 0#Jf#L£. #t3^5P;U;UP**:> F (2 
ml) \zmMlstz4 -tuu- 6 h^->- 7 - (2-^h + ^xh + ix) 41 
7U> (254mg) 1 0tT-»Lfc o S^{37K^iPA^ n □ 

*;PA/7-fe h> (7/3) TM^T^vU^^JU^PT h^^7^-fcd:0ll 

'H-NMR (CDC I3, 4 0 0MHz) : <5 3. 4 9 (s, 3H), 3. 8 9 
-3. 9 1 (m, 2H), 4. 0 2 (s, 3H), 4. 0 9 (s, 2H), 4. 3 3 
-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz. 1H). 6. 85 (d. 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1H), 8. 47 (d. 
J = 5. 1Hz, 1H) 

mmm2 3 : 2-?DD-4- [(6. 1 -V* V*r ! s-4-*r1r*/\)-)\,) 
•>] 7-'J > 

y/fMW+yh' (40ml) (Z7j<^^^SU^A (6 Owl 5. 80 
g) *1M7^ 6 0t:T3 OftmW'&M&ZLfzo ^IC4-7$y- 3 -^OD7 

i;-jnst(i3. osg) zmp.m&n ottmwm, j. Am. che 

m. Soc, 6 8 , 1299 (1946). J. Am. Chem. Soc.._6 
_8. 1 3 0 5 (1 9 4 6) U£\Ztmznz>£?UmH^mz£^T£j&Ltz2 
□ □ + ^-yiJ >mmWT:&Z>. 4 -77 DD _ 6) 7 - v;< h + v^^/U >(8. 
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14g) £iD*.£. 110tT3 0«Wci. Kfcm\z*zmjL2nn*)l 

;i/$inA5l®^(i:Lfc. flrtiiLfcifgilfc^lSI&U 3^Z>fl;£^£ 9 . 1 3 g, 

'H-NMR (CDC 1 i, 4 0 0MHz) : 6 4. 0 5-4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2 . 7Hz, 8. 
8Hz, 1H). 7. 21 (d, J=2. 7Hz. 1H), 7. 32 (s. 1H), 

7. 5 2 (s , 1H), 8. 6 4 (s, 1 H) 

(ESI-MS, ra/z): 3 3 2 (M'+l) 
mmm2 4 : -N-sQiSfr-N- (2, 4-y7;|/tD7i-^) 7S> 

2, 4-y7MD7Z'J> (2. 3 7ml), ^>7*7^fhH (2. 3 6m 
1) ZmffiLtz*? J-)V (4 6ml) (iMTy^v-^A (5. 5 9 g) h'> 

mvmmzm^ i?st4 5#ra#L£. »T7j<^t:^^m^hU'>A (2. 
6 4g) san*, ^ux'imrmwLfco *jet**sssu *, ftsi?^ 

(3 0/1) TJggH-rs->U*y;i/^D-7K^77^-»C«t0ttl!L. MtfHfc 
£$]£3. 0 4 g, JR^6 0 %Tf#7c. 

'H-NMR (CDC U 4 0 0MHz): 54. 34 (s, 2H), 6. 56 
-6. 82 (m, 3H), 7. 2 5 - 7. 3 8 (m, 5H) 

: 4- {1>i?)l1r*i/) - 5- /h^v-2--hD^> 

u — h( 5 o g). #k*u£a (7 6g) &n, n-v*?- 

;|/*;1>A7S h* (2 0 0ml) (Cig^U &<fr<>i?)V (33ml) 610^ 
ttTfiSTU 7k£2 0 0m 1 Jra*, B8lf)l/tiai«, 

£X£#>7°TiiS$TS<!:afi<7>|I|&£6 8 gf#fc. tt^T. JKftTTftK 1 0 
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0ml &£Zf®&2 0 0ml £in>L mmmWmz^tX\7Ltz. &&ttfcH# 
*5»U 7KT+^»LKS3i?>yTftj»$-e-8«BO<b^*7 4g»fc. JR 
^9 3%o 

'H-NMR (CDCh, 4 0 0MHz) : 3. 90 (s, 3H), 3. 98 (s, 3 
H). 5. 21 (s, 2H), 7. 08 (s. 1H). 7. 31-7. 45 (m. 5 
H), 7. 5 1 (s, 1H) 

SWJ2 6 : 7- K>yjM^y) -6-*t^->-3, 4-^bKo-4- 
X-h (15. 0 g) £g|& (2 0 Om 1 ) & (13. 2 g) 

l£*ftLfc. tt^T, ff^nfcsftic^ a. /:5V— Jl/^an^LttA/^-B- 

ItiU 7jcTgfc#Lfc&. HJ SATIS* U 

««jETT*«t*ffl*L, f#e>n^s$^X^^>yTlfc*L, 2-7 

5 / - 4- (s<>Z>)Vt*i/) -5-*h*->^>yx-K0&*BS!«j£9. 5 
gf#fc. JR^7 0% o 

%t>tvtz*3-)V 2-7$y-4- (^>v?;k**-» - 5 h^->^>7 

X- h (6 5 Omg) £N, N-y/fMM7S h* (15ml), ^^y-JU 
(3ml) KiSflPU *;UA7 = K (0. 4 6ml), ± h U OA* H*~> (3 
73mg) Sim*, 1 OOgttfiSl, -M#Lfc. MST»«I«** 1 
OmlJlJDATc. 1 Mig&7kT£jft8££*fDT5 £@#J&*#rm L7c. @&£3®U 

$8 7 %. 

'H-NMR (DMSO-4, 4 0 0MHz): 3. 8 8 (s, 3H), 5. 25 (s, 
2H). 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m. 6H), 7. 97 (s, 
1H), 12. 0 6 (br, 1 H) 
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nmM2 7 : 7- i^>2M^±) -4-»DO-6-*h*'>*j-»/»J> . 

> (4 0 Omg), v<yyne;ux5 1 ^7$> (0. 3ml) \z**-smt*)> 
(515ml) 2 O^HiBSiiLJt. ISIzM, 1 0 %?miti- h 'J 

M<D % 4 2 Omgifc. iR^ 9 9 %-„ 

1 H — NMR (CDCh, 4 0 0MHz) : 4. 08 (s. 3H), 5. 34 (s, 2 

H), 7. 35-7. 51 (m. 7H), 8. 86 (s, 1 H) 

gjjiffJ2 8 : 5- K>yJM-=fry) - 4 - 2 h D^> 

VX-h 

rtflEO^^ 3-kHo**>-4-/h + -W/l-h(i0g). 
>J£A (2 3g) £N, N-y7fJ^A7SH (5 0ml) fcJWKU JUfc 
^>vVl/ (6. 5ml) SlomtlTU MT-lft«#L&. *S2"0 
0ml jjp*, Mx^Tffltfifk SStWttlffifCiSSJAtt^^JDAftBSx^^ 
TffliULfc. W«ffifCSftK^-h'J^A*iPA<6j»Lfc. 

4gHt. tt^T, f#btl£@&7. 0 g£77*3tCA*l. *«*TTBm 1 0 
0m 1 fc«fcOC«8§£2 0 0ml £jjp>L 8«MMK#»C*fcJD*.fc". f#5nfc@# 

JK^9 6%o 

'H — NMR (CDCh, 400MHz): 3. 8 9 (s, 3H), 3. 9 6 (s. 3 
H). 5. 2 1 (s, 2H), 7. 15 (s, 1H), 7. 3 4- 7. 4 5 (m, 6 
H) 

Siiigffl 2 9 : 6 - (^2JM±kl -7-^h^'>-3, 4-^bKo-4- 

5- (^>v;i/^-+-» -4-^h^y-2-zhD^>V 
X- h (15. 8 g) £m (2 0 0ml) ft (13. 9 g) 
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&METT*g«g£rg£U #^tlfc^JI^>^«t„ 2-7 
5/- 5- (^>v;i/^-+-» -4-^h + y^>7l-h ©ftiUtlS 1 0 . 
4 gmrzo W7 3 % 0 

#?>n^^^;i/ 2-75 7-5- (^>v;M-^» -4-^h + y^>'/ 
X-N (5. Og) £N, N-->^^;i/^;UA75 K (1 5 0ml), J-)V 
(3 0ml ) iZfeffiL, *)l/A7S K (3. 5ml), ^MJ^A* h^->K (2. 
8g) £jD;i> 10 0g£T#i&U -lftjf#L7co gr££Tfci|]&7j<£ 1 0 m 
UDA/t. lM^7j<TSJt£:^$:4 3 fn-ri)<i:@#:^tffffiLfe. @&£3®U tK, 

x-x;p-c^#^^^>y-e^L, ^n©<b^^3. 7g#£ 0 «7 6 

OS 
SO o 

'H-NMR (DMSO-d«, 4 0 0MHz): 3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 9 9 (s , 1 H), 1 2. 0 6 (b r, 1 H) 

mmm3o 6- (^>v^^-^'» -4-^dd- 7-7 h^->^vu> 

6- (^>v;i/^-+-» -7-7h4 1 ->-3, 4-yth'D-4-+t , / l J 7 
>(3. 5 g), ^<V:/Pt:;UX^;i>7S> (1 1. 5ml) WyM'J> 

(3. imi) £Jjq*.. 2 o ftmmffiLtz. mi&\zft;%im. io%*mitj-w 

^7A7j<^^n^. ? P P*;UATttii} Lfc. ^M^^^- h >J ^7A«L, 
M<D<kGV>}Z 2 . 9 gmtzo >m72%. 

'H-NMR (CDCb, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s. 2 
H), 7. 3 5 - 7. 5 3 (m, 7H), 8.. 86 (s, 1 H) 
§Wi|3 1 : 4-{[7-K>y;i,:t=^)-6-pt v- 4 
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7- {1>*J)V** s s) -4-^DO-6-^ h*:>*:J-yiJ> (3 0. 0 g) 
ifh^^Jy^^^A^DiJ H (13. 9 g) £7-feh> (4 0 0ml) 

izmMbmi&rmwLtzo z\<o®mz2 o %?m<ti- h u^A7j<?g^(6 4m 1 ) 

(c^Lfc4-7$y-3-^on7xy-;^^ (3 6. og) zmmLfz 

*;UAT»fflU MM^7j<^±hU^A7K?g^ gS*n&i£7kTift#U &7jci5£ 

tC5Sli©MAt3 6. 6gt#btl£. JR^9 0% o 

'H-NMR (DMSO-di, 4 0 0MHz): 63. 96 (s. 3H), 5. 
34 (s, 2H), 6. 86 (d, J = 8. 8Hz, 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz. 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 5 3 (s. 1 H) 

§3jjfl|3 2 : N- (4- ([7- K> -6-* h^^-4-^^V 

4- {[7- (^>^;i/^-+v) -6 Y**/-A-*1rW—M 
-2-^DD7^'J> (12. 2g) Sil^nnj^kMCfctfLfc&v h'Jl 
^;U7 5> (8. 4ml) £8sJn L^r£T$# Lfc. DjfcJI/A (1 

2ml) KMJ*xy*> (4. 5g) ***L«£tt4»K:irFl/fc. 0 
$Hft#Lfcfg, n-7°ntr;U7S> (4. 9ml) £im;Lfc. MT^^Cm 

isMft#"f * t eeHfl^flfaj l&. ^ ois#£jg® l 7 □ □ *;i/A-eft#T s t 

'H-NMR (DMSO— dr., 4 00MHz) : 60. 91 (t. J = 7. 3H 
z, 3H), 1. 44- 1. 5 0 (m, 2H), 3. 0 6 - 3. 0 9 (m, '2H), 
3. 98 (s. 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m. 1H). 
7. 23 (dd, J=2. 7Hz, 9. 0Hz, 1 H), 7. 3 7 - 7. 5 7 (m. 
9H), 8. 20 (d. J = 9. 3Hz, 1H), 8. 55 (s, 1H) 
IM3 3:N-{2-?oa-4-[(7-bKa=E->-6-*h*:>-4-=E 
*-=frS/3 7izjw -N' --fu\d)VOU7 
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N- (4- {[7- (^>v;M-*v) -6-* b*zs-4-*i-*/V=.)U] * 
-2-^DP7x~;P) -N' -yofcf^^UT (42. 2 g) £ HJ 7 
;M"0« (2 0 0ml) £iS#Lfcg. ;* >7Jl/*>& (11. 1ml) £ 
gsflPLl 0 0t)T4B#mj$Lfco M*THLhU7;P*n»tt*«JE«4l/ 

7c. Sofcig^&ic^Dofc^A. **/-;i/£ira;L, i o%7K^b^-HU'7A 

<0<t%%} 2 0. 7 g j&Jffl- b^c. JR$ 6 0 % . 

'H-NMR (DMSO-d 6> 4 0 0MHz): 50. 91 (t, J = 7. 3H 
z, 3H). 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H). 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz. 1H), 8. 05 (s, 1H). 8. 14 (dd, J = 2 .■ 7H 
z, 8. 8Hz. 1 H), 8. 19 (s, 1 H) 

S!igfll3 4 : 6, 7 -i?* h*->-4-*^/D> 

2-7^7-3, 4-J/7h + '>$Afi^^K2 0. Og. 94. 8mm 

o 1 ) tC*;UA75 Ml 5 0ml) £jbn*.T. 8. 5TO 1 6 OTJKfclJS&Lfc. 

ft5ttfcit®£7lc (10 0m lx 20) Tift&Lfc. 

i!ls#Lfc«tlRtil<ffiTftj»LTBWtt*l 7. 85g, W91. 5*Tf»fc. 

'H-NMR (DMSO-dr„ 4 0 0MHz):<54. 0 1 (s, 3H). 4. 0 

2 (s, 3H), 7. 14 (s, 1H), 7. 34(s , 1H), 7. 61 (s, 

1H), 7. 9 7 (s, 1H) 

§SHfffJ3 5:4-gOCl-6, h^^'/'J > 

6, 7-^h + y-4-Wo> (5 0. 1 g, 0. 2 4mo 1) ICXJP 
(2 5 0ml) fc.fctftf+v'ttftD >(250ml=412. 5 g. 2. 
6 9 mo 1 ) ^iDATl 2 0 tT' 1 Lit. SltTftSU, METiEfJ 

©t+yM^^SiL, aa**7K (1 0 0 0ml) fca#*?DO*JUA (1 
0 0 0ml) ^jQAfco 2 0 K#8Hfc:h h U 2 ATvKltf) p H£ 6 . 5ICWSU 
*M»Jl£7kS£#ifcLfc. MLfcM«£7k ( 1 0 0 0m 1 x 60) rifrftL 
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T. WtWti- b 'JtfATttfcLfcft, MEIMI/&, Ml:fh7tFD77> (4 
7 0ml) £iH;UiatU - 5^— 1 0 tJT^U «i6 • S£*fcLTB«& 
£3 8. 5g, K$71. 4%T*#7c. 

1 H — NMR (DMSO-de. 4 0 0MHz) : <5 4. 09 (s, 3H), 4. 0 
9 (s, 3H), 7. 1 4 (s. 1H), 7. 34 (s . 1H). 7. 61 (s, 
1H), 7.9 7 (s, 1H) 

IjiiffiJ 3 6 : 4-£na-6, 7 -y* N^v^'/'J > 

6, 7-y^h+y-4-+t , /D> (10. Og, 48. 5mmol)teh 
)VJL> (10 0ml) *J«fctK**->ttMb«J > (7. 4g, 48. 6mmo 1 ) * 
11U&T 12 0 "CTf 6 . 5fi*|HJj!#Lfc e $IJT?ft9ft, ML, h;UX> (1 
0 0ml, 50ml) T'ifcfrLT. ftjSU gft^£ 11. 5g. JR*S9 1 %T 

Mffi}3 7:4 - (4' -7$7- 3 ' — ^7 on) -7i;ty-6, 7 - 
h 7 U> 

4-75/-3-^DD7x/-;M£&m (14. 6 g, 8 lmmo 1 ) 
Kffc^- HJ £A (8. 5 g. 0. 2 lmo 1 ) fciito/c (90ml) Z1}U7i®ffi 
4-9UU- 6, 7-v* h*3/*±7»J> (1 2 g, 5 3mmo 1 ) & 
J;^fMfMh> (2 2 5ml) ^D^LT, 2 IWMLTc. ££tt£ft 
5 0tlC^m ^oo*M (5 0 0ml) *J«fc^7K (5 0 0ml) £JD;tT 

A (2 5 0ml) £AD*. 1 0#M#Lfc&. #SeLfc. $5nfc*f»Jl£» 
ESHSU SftSfcftfc. »8E{C^^/-;i/ (5 0ml) £JD;L 3 0#|8Hg#Lfc 

ffi® • $£j®LTBW*j£ 1 5. 6g. M8 5 %Tf#£. 
'H-NMR (DMSO-di, 4 0 0MHz) : <5 3. 9 5 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H). 6. 85 (d, J = 8. 8Hz, 1 H), 
6. 9 8 (dd, J = 2. 8Hz, J = 8. 8Hz, 1 H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 3 6 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1H) 

glif fl] 3 8 : 4- (4' -7$ 7 - 3 ' -gDD) -7x;^y-6, 



WO 00/43366 



PCT/JP00/00255 



- 48 - 

4-75/-3-^OP7i;-JHii (1. 3g, 7. 2mrao I) C2 
0 %*mtJ- h V <5 (3. 5ml) (2ml) *toz.®m2-£> 

4 _/7 DD _ 6> h*v^:M/y > (0. 8g, 3. 6mmo I), 

□ (6ml) feir/fh^y^T^Z^AyDS K (0. 58g, 1. 

8mmol) £iPx.T. 2 Pf PdJjfflflLfco ?nn*s)\,A (10 

m 1 ) (1 0m 1 ) SrflPATl 0#«#L£^ *4$Jl<!:7.kJf 

Ltz. ftm.Ltz7m$:^.\Z9uuts)\/2± (10ml) ZtiUx., 10#Mt#L£ 

\k. ttmLtz. mznrzGmmzm&mmL. trnzmrz. mmz*?;-)\, (2 

ml) 0ftffi®ftlsfz'&. m®-$iiskLTE&)®£l. 0g, i|P£8 3 

HjfefiJl : N — (2, 4 -^7;i/^-D^>y;P) — N' - {4- [(6, 

K^->-4 -^yu;u) ^-^f>] -2-7Mo7ii;H fruj 

4- [(6, 7 -x* h*v-4-*/ -2-7;i/^D7-»J> 
(1 0 Omg) £HI/X> (5. 0ml). h»JX^;i/7S> (1. 0ml) tdjJD 
->*^dd^^> (l. Oml) £i£fi?Lfc h U *7.y> (10 3 
mg) ^inATS^rslMMSiLAco ^fC2. 4-y7Mo^>yJ|,75> (5 
4mg) £Jn;LT, $ £ 1C 5 TOSP^M^LfCo S^^(CtS?P^^7K^^ h 'J ^ 

T"&mLfz. mi£T®m&%£LT'&c>tlfzm2Z, y*DO*,PA/7-fe h>(2 

1 2 3mg, iK^8 0 %T*f#£. 

'H-NMR (CDCI>, 4 0 0MHz): 5 4. 0 2 (s, 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. '9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d. J = 5. 4Hz. 1H), 6. 7 4- 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s, 
1H), 8. 16 (t, J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 
1H) 

mm^mm (ED-MS. m/z):48 3 (M 1 ) 
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£ffiM2 : N- (4- [(6, h*v-4-*/ UJU) -2-7 

— N ' - (2-7MDI^) frl/7 
4- [(6, 7 h*~>-4-*y u;u) **->3 -2-7;P*n7-U> 
(lOOmg) SHUXlOrai), h 'Jx^U75 > (0 . 5ral) l:M 
'J>7UU*9> (1. 0ml) »ZfiS*LfchiJjJx^y> (4 7mg) 
*JHlAT5»raiin«iiBflSLfc. ^I;lgi2-7MDI5 1 ^75> (4 2mg) 

»mT&flt«:S3cLT?#&ttfc8S£. ^no*W7th> (2/1) 

'H-NMR (DMSO-d,, 4 0 0MHz) : d 3. 40 (m. 1 H), 3. 4 
7 (m.lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz. J = ll. 7Hz, 1H), 7. 40 (s, 1H). 7. 
49 (s, 1H). 8. 21 (m. 1H), 8. 47 (br. 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

jMMHfrffl (ES I-MS, m/z) : 4 0 4 (M'+ 1) 

*flifl»]3:N- (4 - [(6, 7 -->^ h^x-4-^y'J^) - 2- 

7MQ7xrjH -N' - (2-hf 'JvUM^JtQ -7U7 

4- [(6, 7-y7 h + y-4-^y>JJW -2-7MD7r'J> 
(1 0 Omg) £MUX> (5ml). h'JX3S>U75> (1ml) C»*Lfc». 
^no*^>{C^$L£MJ**y> (10 4mg) £2JP;LT'J 777^7^ 

5»PflLfc. ^1:2- (7S/;*3MU) 

b?Uv> (4 0m 1) £ADA, i!jOJKt»ffi£2li*ML&. Srt?fKCfiSft^i6**^ 
MJtfA*** (lml), £dd*;UA (2ml) ZlB7L>r'( V«7±Cft«pL. 
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&mv>itG®>Zl 2 6mg. iR^88%Tt#fe. 

'H-NMR (CDC I a, 4 0 0MHz) : 6 4. 0 7 (s. 3 H) , 4. 09 (s, 
3H). 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0-6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 7 5 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz, 1H), 8. 55 
(d, 3 = 4. 1Hz, 1H) 
nmfttirm (ED-MS. m/z) : 4 4 8 (MO 
HtegH4 : N-7UJP-N' - (4- [(6, 7 h^->- 4 -^y * 

4- [(6, 7-v* h*->-4-*/ 'JJIO -2-7^D7-U> 
(1 0 Omg) £b;UX> (5ml). MJX3MI/7 5> (1ml) \zmMLfz'&, 
y?UU*?>\Z®mi>tzbV*7>Y> (10 4mg) £Jnx., jDS&iStffi* 5 # 
Mlx/t. ^tC7U;U7$>(2 2mg) £}JO;iT. S6»dnl»ailt*4RfMLfc. 

s^aetfiasiftK**^- h »j v^mm (imi). * □ ( 2 m 1 > £2ra 

*.4r-rV«7±K:«ttU *nD*;UATjflfflLfc. «JET8li*«*UT#Sft 
^□O^Jl/A/7-te h> (2/1) TlPinyUAWDThy 
77^-{CJ:D*lfgiU %M<Dit£MZ 1 2 5rag, iR$S9 8KTf»fc. 
'H-NMR (CDCh,4 0 0MHz): 63. 91-3. 96 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H). 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m. 1H), 6. 56 (d. J = 5. 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7.*66 (s. 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

g«##ffii (FD-MS, m/z): 3 9 7 (MO 
»ffJ5:N- (4-f(6, 7-y7h^y-4-t/'JjW'>.^->1-2-7 

Md7i3) -n' -7Dfcf;i/^U7 

4 -[ (6, 7 -9* K + v-4 - + y U;W t^is)- 2-7MD7ZU > 
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(1 0 Omg) £h^x> (l 0ml), h'JX^7S> (2ml) IzmffiLtz 
ft, i/>7UU*?>\zmmLtz h l )*7>¥> (10 4mg) 5#ffljQJ!& 
MffiLfr. mzzfn\d)V7^> (2 9mg) £iQ*. 4 O^PJUnSHSSSLfc. R 

£do*;ua/p^/-^ (io/i) tintsiiy u 07 h y 7 

'H-NMR (CDC 1,, 4 0 0MHz) : a 0. 9 7 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s. 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz, 1H), 6. 7 4- 6. 7 6 (m, 1 H), 6. 
91-6. 99 (m. 2H), 7. 48 (s, 1H). 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5 . 6Hz, 1 H) 
ft«##rfl (FD-MS, m/z) : 3 9 9 (NT) 

mmme ; n- u- c(6, i -v* 4 3-5^3 -2-7 

Md7i:;H -n' - (4-7;i/^-q^;i/) frU7 

4- [(6, 7-->V h + y-4-+yj;i/) - > 

(1 0 Omg) & hJUX> (6ml h h'jX^;U75> (1. 0ml) IZtiamm 
v^od^^> (1. 0m 1) KiS/»LfcHj!ft*y> (1 04mg) 
€rHnAT5»WJPj»il«EL/t:. 

4-~7)V*u73-)\,T*>mm.m. (55mg) £JD;LT, £ «=,{;: 2 ttlKMlDJlMM 

fc8l$£, 7oo*;UA/7-fe h> (2/1) "rUMf-S > 'J D7 h ^ 

77^-{Ccfcf9^^L> £B©{fc£ft£8 Omg, JR$5 5SST&fc. 
'H-NMR (CDC1,, 4 0 0MHz): fll. 6 6 - 1. 8 7 (m. 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t. J = 5. 6 Hz'. 1H), 4. 56 (t, J = 5. 7Hz, 1H). 
4. 90 (t. J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 0 2 (m. 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8. 
15 (t, J=8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
K*#*HSt (FD-MS, m/z) : 4 3 1 (MO 

£MM7 : N— {4- [(6, 7-v* h*i/-4-*y>)M -2-7 
- N ' - (2-7Wx;P) 7U7 
4- [(6, 7-v* h*^-4-^;'JJW -2-7;P^07-U> 
(1 5 Omg) A (1 0ml). h'JxW5> (2ml) 

U iS2ua*$>>iz®MLfz h x )ts7,?> (15 6mg) ZMXT 1 0 fl«n 
^MLfc. #f::7°OA\)Wl/75 > (5 3mg) £JJP;LT. £ £ (C 3 0 ttmbU 

t#^nfc^$?r, i;DD*M/7th> (2/i) TH^-r^vu.*y;u^o 

7h^77^-l:J;^fib, ll©^ti$l 6 4mg, iK^8 7%trt#fe 0 
'H-NMR (DMSO-d„ 4 0 0MHz) 6 2. 4 9 - 2. 5 1 (m. 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5 . 1Hz, 1H). 6. 
8 9 - 6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m. 1H), 7. 39 (s, 1 H), 7. 49 (s, 1H), 8. 16-8. 
20 (m, 1H). 8. 4 6- 8. 4 9 (m, 2 H) 

mMm8 : N- (4- [(6, 7-ypt -2-7 

4- [<6. 7-5?* h + >/-4- + y >j;U) -2-7MQ7x'J> 
(lOOmg) ShJHX8ral). HJX3MP7 = >(1. 0 m 1 ) 
tfL&fc, h;i/X> (1. 0ml) \zmffiLfz (47mg) £JP;l 

T5#IBJjta&iSi5KLfc. ^{3*g^X5 1 ^75> (6 Omg) £iJP*_T. £b£5 
«HBlP«ai«Ufc. £i£^fc:§&*Pj^7k^bU9A7Kig&£iJP;i. 

T1#5ft&8;*£. *nn*;kk/7-feh> (2/1) tlUnyU^yj^ 
□ V h^77W-C«fcO*f§?L, mm<D<t&V>)Z 7 Omg. 'K^5 3%T*f#fc. 
'H-NMR (CDC1 j, 400 MHz): 61. 2 1 ( t . J = 7. 3Hz. 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd. 
3 = 2. 7Hz. J = ll. 2Hz, 1H), 6. 97 (m. 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s. 1H), 8. 28 (t, J = 9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
Wmfttirm (ES I -MS, m/z) : 3 8 6 (M'+ 1) 

HMflJ9 : N-7^;U-N' - {4- [(6, h^^-4-^/ jJjU) a* 

- 2 -7J^a7izJH r>^7 
4- [(6. 7-v^ h^v-4-^7 U;|/) :t*^J -2-7MD7^'J> 
(1 0 Omg) £ h;k£> (8ml ), MJX^;U75> (1. Oml) '(ZfttilMg 
mLtz'&, HUX>(1. Oml) l;ilLf;FiJ*7,y> (4 7mg) £jta;L 
T5^FbW0S*ML7c, ^{zy^JU7=> (8 Omg) SriQAT, £5C5I$M 

^□□*;UA/7-fe h> (2/1) TIit5y'J*W07 
h^77-f-»CcfcO«f»!L. 1 7mg\ JR#8 1 %Tt#7c. 

'H-NMR (CDC 1;, 4 0 OMHz) : 6 0. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H). 1. 55 (m,2H), 3. 29 (dd, 3 = 7. 1 
Hz, 3 = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H). 6. 88 (d 
d, 3 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. OHz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1 H), 7. 65 (s, 1H), 8. 
30 (t. J = 9. OHz, 1H), 8. 46 (d, 3 = 5. 9Hz, 1 H) 

mmftVim (es i -us, m/z) mh (m*+ n 

»]1Q :N- (sec-y^;!/) -N' - { 4 -f (6, 7-^>h^->-4~ 

4-[ (6, 7-y/h + y-4- + ;UJl/) ^y]-2-7^a7-'J> 
(lOOmg). ^^od^A (5ml). h'JX5 L ;i/75> (1ml) izfeB 
Ltz'&. is2uu*$>\z®m\stzbV*s*>?> (1 0 4mg) £fln*.T5#ra 
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mmmmLtco *i:sec -7^;i/7 5> u 8 # i ) sin*. 1 o^mtmm 

2) Tlit5y'J*Wo7 K^7^-f;:J;D*i§3U 3ESi<D{fc£%£ 1 
17mg, iK^8 9%Tf#fc. 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : (5 0. 9 5 (t, J = 7. 6Hz, 3 
H),l. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H). 
3. 7 9 - 3. 8 9 (m. 1H), 4. 04 (s, 6H). 5. 28 (d, J = 8. 
1Hz. 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9- 6. 9 8 (m. 
2H), 7. 08 (d, J=2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 
(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 
M##Hi (ES I -MS, m/z) : 4 1 4 (M'+ 1) 

mmmi 1 .- n- {4-r (6, 7 ^-^->i-2- 

4-[ (6, 7-y/h + ->-4-^;'JJW ^^v]-2-7;U^P7^U> 
(1 0 Omg) *tnu-fc)\,h (5ml), h'JxW = > (1ml) k:?gfl?L 
fz'&. y^OD^^>IMLthU^^> (10 4mg) £2JP;LT 5 ftfelflD 
M^Lfc. ^t-f y^;U7$> (5 0 m l ) £»nx.. l O^Pp^oMrIL7t. 
S^$:^OD^;i/A/ / 7-fe K> (4/1) TMIS-f £->U;*7v->y*PT 

'H-NMR (CDC 1 ,,4 0 OMHz) : 6 0. 9 4 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m. 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 -6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d. J = 5. 1Hz, 1 H) 

K«##tM (ES I -MS, m/z) : 4 1 4 (M*+ 1) 
mmi 2 : N — (4-r (6, 7-v* h^y-4-^y'JM 2 - 

7>ll/^-P7x-;i/} - N ' - (1, 2-v*fMU7°ae;i/) frlx7 
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4-[(6, 7 h*->-4-*yU;W ^y]-2-7jl/to7^J> 
(lOOmg), ££pp*;1/A (5ml), hUX5";P75> (1ml) iz&M 
Lfcfl. v^PP*^>llig$L£ HJ*7,y> (4 7mg) £Jnx.T 3 OSNBJ 
£ffiT»#Lfc. Jfcfcl, 2-5>*3\>l>:/DK;U75> (5 5m 1) Sim*., 1 

7±h> (2/1) TJRHf<5^U*y;^DTh^77-f-t<fcO»«L, $ 
■Ofb^ft*8 9mg, »6 5%r?f#£. 

'H-NMR (CDC 1 j, 4 0 OMH z) : 6 0. 93 (d. J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d. J = 6. 8Hz, 
3H). 1. 7 2 - 1. 8 0 (m. 1H), 3. 7 6- 3. 8 4 (m, 1H), 4. 
04 (s., 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H). 6. 74 (d, J = 2. 9Hz, 1H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 2 3 (m, 1H). 8. 4 9 (d, J = 5. 4Hz, 1 H) 

KSSttfrfi (ES I -MS. m/z) : 4 2 8 (M'+ 1) 
gygffU 3 : N — (2-7PP-4- [(6, h=Ey-4-=E/U;iO 

3Mr->] 7x-;i/} — n ' -ypbf^^uy 

2-7PP-4-[(6, 7-x* h*->-4-*y U;U) 7-'JXl 
OOrag) $i?DD*j|/A (7. 5ml), hUlf^7$> (1ml) CJIiL 

rz'&, znnfcfr&izmmLtzhvfrzfy (9 9mg) ^jdat, mmwm* 

5#MLfc. #fCn-7'Ptf;i/7S> (2 1mg) *1®XT, £ 6fCj&D?&itSii£ 

* y -;k 8 / i ) Tssi-rs -> u d? h if? y a - \z «fc DMii u 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 0. 99 (t. J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H). 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz. 1 H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 (dd, 
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3 = 2. 7Hz, 9. OHz. 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H). 8.5 0 (d,J = 5. 1Hz, 1 H) 

S*##Ttt (FD-MS, m/z) : 4 1 5, 4 17 (M') 
fWajl 4 : N— { 2 -^DP-4-r (6, 7-vpC N^->- 4 U ;U) 
^^17x_;U} -N' - (4-7J^D-2-^f^7irjl>) ^7U7 

2 -£nn-4-[ (6, 7-v^ h^v-4- + yj;U) **v]7x>J> (1 
22mg), Bdd^A (10ml), HJX3Ml/75> (1ml) \Z®ML 
tcm, 'stnn*?>iz®MLfzh l J*7>y> (llOmg) &i^.T3 0^1 
gUTt&WLtz. #f3 4-7;k*D-2-/3MU7X'J> (1 2 6m 1) £#Q;L, 

nrzmzz. tuu-fchk/j^ b> (2/i) T-mffl-tzi/vtiyjuzn h 

?77<( -fCcfc D*f§¥U ii0^^14 2rag < i|X^7 9%Tf#£:. 
'H-NMR (CDC1 ; , 400 MHz): 52. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d. J = 5. 1 
Hz, 1H). 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H). 
7. 19 (d, J=2. 7Hz, 1H). 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (d, J = 9. OHz, 1H), 8. 50 (d, J = 
5. 4Hz, 1H) 
»S»«fM (ES I -MS, m/z) : 4 8 2, 4 8 4 (M'+ 1) 

mmmi5:N- (5-y'D : e-6-^^)u-2-E^^M -n~ - {2-^ 

□ □-4-r (6, 7 -y/ h^->- 4-^/'J^) ^^)7x.-)l} OUT 

2-/7 DD -4-[ (6. 7-v* h + y-4-^;UJW **^]7-'J > (1 
22rag), £^pd*JUA (10ml), f>'JX^;P7S> (1ml) CML 
^DD/^XCgdLithU*^^ (HOrag) SrJnAT 3 0#M 
MTJft#l>-fc. -75/- 3 -^n€- 2 U v> (2 0 8m 

g) £JD;L. 2P»IWMT*^Ufc. J5^1C^^y-;i/^jD^, iETSi^ 
@£LTf§?>n/cg|££. 2nn*)lA/7-t h> (2/1) T-JH$}T& -> U # 
y';i//7DT h^'^-Y-KlckOMU Ii©^»^15 5mg, 'K^ 7 7% 
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'H-NMR (CDC 1 4 0 0MHz) : 6 2. 6 9 (s, 3H), 4. 06 (s. 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d. J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 
M#*Hi (ESI-MS, m/z): 54 3, 545, 547 (M'+ 1) 
mwmi 6 : N — {2-gna-4-f (6, 7-y7 N^->- 4 -^y u ju) 
^-^->17x-;U} -N' - (5-^DD-2-eUyJ|/) frU7 

2-^PP-4-[(6, 7-v^ h + y-4- + ;'j;W :**v]7X'J> (1 
22mg). S:^od*;PA (10ml), h'JXf 1 ;P7$> (1ml) tC^L 
->*^DP^^>IC?^LfcK'J*xy> (HOmg) £Jn;iT 3 0 ftfE 
tMl$lfc. ^(C2-75/- 5-^PDtf'J v> (14 3mg) £;&D;L 

tt£SI££. ^on*;UA/7-fe h> (2/1) TJIirf-S -> 'J tlf)Vi7 D7 h 
^^-CfcOfflffiU SHtfHt;£ti£ 1 4 8mg, iK3? 8 2 
'H-NMR (CDCl )) 400MHz):(54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d. J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H). 7. 14-7. 17 (m. 1H), 7. 31 (d, J = 2. 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J = 2. 7Hz, 1H), 8. 5 0-8. 5 3 (m, 2H), 8. 
9 2 (s, 1H), 12. 11 (b r s, 1 H) 

M#tffffl[ (ESI-MS, m/z) 485, 487, 4 8 9 : (M'+l) 
%Umi 7 : N-(5-7'a J &-2-e'J> ? ;i/)-N'-{2-^Dn-4-f(6, 
7-y^h^y-4-^y'Jil>) ^y17x";M CI/7 

2-*DO-4-[(6, 7-y / h*->-4-*/'j;U) :**~>]7-U> (1 
22mg), fc*DD*;UA (10ml). h l JX5 1 ;U75> (1ml) (Z?§^L 
^□□*?>lCi§#?L£ HJ*?;y> (llOmg) O^RS] 
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MTWlfc. ^l:2-7$/-5-7ote'Jy> (19 2mg) £jfjfl>u 

tltcmZZ. <7UU*s)\,l±/7 J th> (2/1) TJiMf Sv-U^y^ovh 

%m<Dit£®$:l 0 8mg. W 5 5 %TWc. 
'H-NMR (CDC 1 3 , 4 0 0MHz-) : 64. 06 (s,'3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 

7. 45 (s, 1H). 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, 3 = 2. 4Hz, 1H). 8. 50 (d, 
J = 9. 0Hz, 1H). 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s, 1H) 

nmftVfm (es i -ms. m/z) 5 2 9, 531, 533 cm'+ d 

MMMl 8 :N- \2-tUU- 4-\ (6, h^y-4-^/'J^) 
^yl7xrjH — N ' - (2-^h^->7x_J|/) frU7 

2-2O0-4-[ (6, 7-v* h + y-4- + yjJW ^^]7-U> (1 
OOmg) £^on*;i,A (10ml) (CitfllU 2-/h^y7iiMV>' 
(54mg) £flD;tT6 0CT-«#L£. * J -fr&M 

METig^&lgSLTff^ftfcSI;*^ i7DD^A/7th> (6/4) 

mg, iR^7 7 

'H-NMR (CDC I j, 400 MHz) : <5 3. 8 5 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5. 1Hz, 1H), 6. 89 
-6. 93 (m. 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 
(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s, 1H). 7. 36 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H). 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 
ffgSMftM (ESI- MS, m/z) : 4 8 0, 482 (M'+ 1 ) 

19 : N- {2-^DD-4-r(6, 7 - 4 'J ;[/) 
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^^17iZ;H - N ' - (2-/^7i-J[/) frU7 

2_/7 DO -4-[ (6, **is]7-0 > (1 

2 2mg) A (10ml) fdig^U _o- MH'JH' Vi/Tj— h 

(5 9mg) £in;iT^iST-M#L£o MJ&T&iCp^ / ->/P^iD^. MJET 

'H-NMR (CDC 1 j, 4 0 0 MH z ) : 6 2. 3 8 (s, 3H), 4. 0 4 (s, 
3H). 4. 05 (s. 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H). 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s. 
1H). 7. 46 (d, J=6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
K*##rM (ES I -MS, m/z) : 4 6 4. 4 6 6 (M' + 1) 
£MM2 0 : N- (2-£DP-4-f(6, 7 H^v- 4 U ;i-) 

^•>17xz;l/} — N ' - (5-^;P-2-fcfU->MU) frU7 

2-^DO-4-[ (6, 7->7^y-4-^;UW ;t*->]7xU> (1 
22mg),^^oo^A (10ml), h'Jx^;U7 5> (1ml) (ZiS^L 
&«. x^nn^^>{cig^L/i h'J^xy> (llOmg) £in;LT 3 0 ft-fll 
iiS*Lt. ^(C2-7$/-5-tfH'J> (12 0mg) £JnA. 2^1 

?Do*;uA/7-fe h> (2/i) TS^T3~>U#y;i^nv 
-f-JCfcOfifMU mmvitSMZ 1 1 9mg, iR^6 9%Tf#fe. 
'H-NMR (CDC lj, 4 00MHz) : 5 2. 31 (s, 3H). 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s. 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1 H), 

8. 00 (s. 1H), 8. 14 (s. 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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nmfttirm (ES I -MS, m/z) : 4 6 5, 4 6 7 (M'+ 1) 
£MM2 1 : N— (2-»DD-4-f (6, 7 h=ES/ - 4 - fr/U^) 

^->i7x_;i/) - n ' - (6-^f 1 ;i/-2-eu frU7 

2-i7DP-4-[ (6, 7-S>* h + y-4-^yij;W ^'>]7^'J> (1 
22mg), £^pp*;UA (10ml), MJX3S>U7S> (1ml) MAIL 
y^DD^^>|;j||LfcMJ^y> (llOmg) £Jn;lT 3 0#IW 
liStl^Lfc. ^f36-75/-2-tf=!U> (12 0mg) gftl*, 2P#W 

tun*)UA/7-th> (2/1) T«Mir5^U*W^PThdf77 
^-££0»8!U »HOfk#«j*7 3mg. »4 2%Tt#£, 
'H-NMR (CDC 1 4 0 OMHz) : 6 2. 5 7 (s. 3H). 4. 0 6 (s, 
6H). 6. 54 (d. J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1H), 7. 15-7. 18 (m, 1H). 

7. 30 (d, J = 2. 7Hz. 1H). 7. 44 (s, 1H), 7. 54-7! 
59 (m. 2H), 8. 36 (s, 1 H), 8. 52 (d, J = 5. 1Hz, 1H). 

8. 57 (d, J = 9. OHz, 1H), 12. 45 (s, 1 H) 
fta^*fM (E S I -MS, m/z) : 4 6 5, 4 6 7 (M* + 1) 

2 : N- {2-?PD-4- [(6. 7 - v*^ K=E;>- 4 -^7 'J ;U) :fr 
7iZJH - N ' - (4-/h^y7i3) frl'Tjftlfcft 
2-?pp-4-[(6, 7-->** h + y-4-+;'JJW t=^y] 7-UXl 
OOmg) £^PP*;i/£ (4ml) £igfl?Lfc&, 4-/h + y7xZJKV 
v7t— h (6 0// 1) tloATiflT-ftSJtJLfc. MJ£Ti§&£@£U ff 

iilLfzi£¥k&W3mj£iL. N-2-£pp-4-[(6, 7-v*h^i>-4-* 
J UJM 7i-Jl-N' - (4-* h*x7x-;U) "71/7^9 Omg, 

'H-NMR (DMSO-d,, 4 0 OMHz) : 6 3. 73 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 9 7 (d, J = 6. 6Hz, 1H), 7. 3 7-7. 4 1 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d. J = 2. 7Hz, 1H). 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s. 1H). 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s, 1H) 

&jftgj|2 3 : N- {2-^DD-4-r (6. 7 - h*rz/- 4 U )V) 
^•^->17x-;i/} — N ' - (l-j"7^)\,) frU7 

2-/ 7D p_ 4 _ [ (6> 7-y^h + y-4- + /'j;i/) t^y]7^U> (1 
2 2mg) £y-PD*;[,A (10ml) \Z®ML. l-t7fMy^7t-h 
(7 5mg) £iJP;iT^T-M#L£. Kfcmz*? /-J^iQX. ffiJET 

-rJlZtiUZ-fz. #r£ii L7c3§H£ML> %M<Oik&%)$: 1 0 5mg, W57 

'H-NMR (CDC 1 3 , 400MHz) : 64. 03 (s, 3H), 4. 04 (s, 
3H). 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s. 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s. 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8- 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1Hz, 1H) 

St»##rM (ES I - MS, m/z) : 5 0 0, 5 0 2 (M'+ 1) 
3kMm2 4 : N- (2, 4-y7MD7iz;W -N' - |4 - [(6, 7-y 
;* h*->-4-^7 U;U) :fr*->] -2, 3-y^^7xr;H frU7 

4- [(6, 7-y7h + y-4- + yiJJW tf*>0-2, 3-->*^^;U7^ 
U> (7 10mg) ^^DD^;i/A (7ml) ICf§8?L£^ 2, 4-S>7;M- 
D7HMyy7t-F (3 1 Oti 1) £5(JD;LTM*;I>5?i£ 1 ^1L7Co *Z 

iz&m<Dx-Tj\'Zmz., #raiL£M£©§iMu sioMS7 3 5m 

g> 1K^7 0%T't#fe„ 
'H-NMR (CDC 1 ,, 4 0 0MHz) : a 2." 1 4 (s, 3H), 2. 2 7 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H). 6. 27 (d, J 
= 5. 4Hz. 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d, J = 8. 5Hz, 1H), 7. 10 (s. 1H), 7. 40-7. 
45 (m. 2H). 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H). 8. 
4 6 (d. J = 5. 4Hz, 1H) 

(FAB-MS, m/z) : 4 8 0 (M'+l) 
mffi&\2 5 : N— { 4 -f (6, 7 h^^-4-^/'j;i/) ^^->l-2, 

3- y^f;P7x-;H - N' - (4-7MD-2-/fl7i-^) frl/7 
4-[ (6, 7 -v* h + ->-4- + yj;i/) **S/]-2, 3-v^?;i/7- 

U> (1 2 Omg) Sry-PD^A (10ml), h'JX5 1 ;U75> (1ml) \Z 
®mLtz'&, >>>7an*?>iz®mLtzbi)*zy> (llOmg) 5-JDAT3 
OftfcmUT'mWLtz. 'k\Z4-7)V*U-2-*^)\,7-V> (126/il) 

LTibnfc?l$^, y-PP*^A/;<?/-;i> (9 1/9) TJS&rfSvU # 
yMO7h^77^-l;<);0lfSL, 3tH£Kt£$l£ 1 6 Omg, iR*9l* 

'H-NMR (CDC 1), 4 0 OMHz) : 62. 12 (s, 3H), 2. 2 2 (s. 
3H), 2. 25 (s. 3H), 4. 05 (s, 3H), 4. 06 (s, 3H). 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H),6. 42 (s, 1H). 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1 H), 7. 4 6- 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d. J = 5. 1Hz, 1 H) 

SSSHfHI (ES I -MS. m/z) : 47 6 (M'+l) 
HlMffJ2 6 : N- (4-f (6, 7-ypt K*x-4-*7 U;U) :t*->1-2, 
3-y/fil/7i-;H - N ' ~ (3-7;^a-2-/h^>7xZM ^l^ 
7 

4- [ (6, 7-v^ h + ->-4- + yj;U) **:>]-2, 3-y^Wr 
»J> (1 2 Omg) 2:^PD^;i/A (10ml), h'JX^;i/7 5> (1ml) iz 
®MLtz'&s iS2 an *?>lz®mLrzb (1 1 Omg) £*0;LT3 
0^Ii8t»tf;, #fC3 -7Mo-o-7-yy> (13 2^1) 

f#bn/ig|££. £ DD^^A/^^y-;!/ (9 1/9) v U #^MU 
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^n7h^'77^-i:J;0flSLJI^«2 3rag, Wl 3%Tf#£. 
'H-NMR (CDC 1 i( 4 0 0 MH z ) : 6 2. 1 5 (s. 3H), 2. 32 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m. 
1H), 6. 9 6 - 7. 0 9 (ra, 3H), 7. 43 (d, J = 8. 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s. lH). 8. 02- 

8. 05 (m, 1H), 8. 46 (d. J = 5. 4Hz, 1 H) 
MmfttirM (ES I -MS, m/z) : 4 9 2 (M' + 1) 

mffiM2 7 : N-(5-yn ; E-6-^^-2-H'Jy^)-N'-|4-r(6, 
7-y7h^y-4-^/'J^) :t*->1-2, 3-y^^7i-JM frlxT 
4-[ (6, K + v-4- + y UJIO **v]-2, 3-^y^;uT- 

U> (1 2 Omg) £^cm*^A (1 Om 1). hUx3^;U75> (1ml) 

y^oo^^>MLfchU^y> (11 Omg) £}JQ;LT3 
0#MMTfll#L;fc. ^(C6-7$y-3-yDqE-2-^5 i ;UtfUx> (2 
0 8mg) £flnA. 2«WfflT«^Lfc. SJfc&K:** MET 

&&£g*LT#&ftfc8$£. ^□□*;uA/y^y-;u (91/9) thi^ 

T5y'J^yj^D7hi777^-):j;0ffii3L 1 MOftfctt* 1 0 3mg. 
»5 2 %T'f#£. 

'H-NMR (CDC I j, 400MHz) : 6 2. 16 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H). 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H). 6. 64 (d, J=8. 8Hz. 1H), 7. 
04 (d, J=8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1H). 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H). 

8. 29 (s, 1H). 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s, 1 H) 

mmftVrm <e s i -us, m/ z ) : 537, 539 (w+d 

§ffiM2 8 : N- (5-7DD-2-e'JyJl>) — N ' - (4 - [(6, 7-y^ 
h^f>-4-^y 'j;U) ££23 -2. 3-y^f^7i-JM 
4- [(6, 7->7h + y-4-^yjJl/) **»-2, 3-y^Wl 
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U> (3. OOg) ^nn^A(i5 0mI). hUlWS> (6ml) 
\Z®MLtz'&, ^^□□^^>lC^Lfeh»J*^y> (2. 74g) $Jn*.T 
OftmmftLfzo ^lC2-75/-5-^Dne'J> ? > (2. 3 8 g) 

Lft. ffiEET®m&%£LT®*>tltcmZZ, ZunftfrA/t? (2 0 

3. 4g, JR^7 7 %TWc. 

'H-NMR (CDC 1 j, 4 0 0MHz): 5 2. 16 (s, 3H). 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H). 7. 44 (s, 1H), 7. 6 2 - 7. 6 8 (m, 2H). 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
rs, 1H) 

ff*»#fH (ES I -MS, m/z) : 4 7 9, 4 8 1 (M' + 1) 
mmM2 9 : N— (5-7'D^-2-e'Jy^) — N ' - (4~r (6, 1 -V 

4-[(6, 7->7h^y-4- + y'JJk) 2Mr>-]-2 f 3-'S?*^7= 
U > (1 2 Omg) a .(lOral), h 'JX3\>U75 > ( lm 1 ) fc 

y^DD/^>Cig)j|LfchU*7y> (11 Omg) &flD;LT3 
oa-fSJMTiStfLfc. ^{C2-7$y-5-7n ; EtrU->*> (19 2mg) * 

tax, 2#fmMWLrm&Ltz. fcmmz*? ; -ivzmx, «ffiT»«t£@*L 

T»£*lfc«$£, ^□□*;UA/pC^7-;|. (9 1/9) TIII§t5y'J*y 

'H-NMR (C D C 1 j, 4 0 0 MH z ) : 5 2. 1 6 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d. J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 
7 (m. 1H), 7. 89 (d, J = 8. 8Hz, 1H), 8. 31 (d, 3 = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 
11. 17 (b r s. 1H) 

R*#tfrfi (E S I -MS, m/z): 5 2 3, 5 2 5 (M'+ 1) 
nffiM3 0 : N- {4-f (6, 7-y^h^y-4-^;'J^) 2, 

3- y7f;i/7x^} - N ' - (2 h*'>7x~;U) frl^T 

4-[ (6, 7-v* H*v-4-*y **v]-2, 3-5**^7= 
•J> (120mg) S^opj^a (10ml) £J8#U 2-^h^y7i- 

*Z.\Z&m<D3L—Tfr&tiaz.1t. VTftLtc%£&$:mW.L, 1 3 1 

rag, JR*7 5%TWc. 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 1 6 (s, 3H). 2. 3 2 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H). 4. 08 (s. 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 85-6. 87 

(m. 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H). 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8.4 5 (d, J = 5. 4Hz, 1 H) 

mmfttifm (ESI-MS, m/z) : 4 7 4 (M*+ 1) 
mmM3 1 : N— {4-f (6, 7-v* h*is- 4-^7 U;U) ^^->1-2, 
3-y^^7x-;i/| — N' ~ (2-^^7i-Jb) frU7 

4- [ (6, 7-v* h^v-4- + y* U;U) **-/]-2, 3->^:F;U7:i 
U> (12 Omg) £^PP*;UA (10ml) Kjgfi¥U o_- HKJKVv 

(5 5// 1) SrflnAT^iST— »Lfc. S^fC* * /-^JD*, 

«©X-x;i/£*!D;t£. ^ftiSL'/i^^ii^L. Slli©ft£^£ 1 3 0 m g . iR 
$7 0«T»fc. 
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'H-NMR (CDC 1), 400 MH z ) : 6 2. 1 2 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s. 3H). 4. 05 (s, 3H), 4. 07 (s, 3H). 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m. 1H), 7. 2 4-7. 2 9 (m, 2H). 7. 43 (s. 1H), 
7. 49 (d, J=8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

MMtt (ESI-MS, m/z):4 5 8 (M'+l) 
1113 2 : N— (4 2 -^^7x-Jl/) - N ' - (4-f (6. 

7-*J* h*«>-4-*/'j;» :t*->l-2, 3 -y7f^7iZ;M 

4-[ (6, 7-y>* h*->-4-*/ >j;W **'>]-2, 3-v*3\M/7- 
U> (1 2 Omg) (10ml), MJX3Ml/7S> (1ml) \Z 

mMLfrWi. : J2uu*?>\z®MLtzY*)*?.7> (1 1 Omg) £JnAT3 
0#p B MjST$#L£ o ^{c4-^nn-2-^^;U7x'J> (l 3 0/* l) * 

Tti^nfcs**, zuu*)\,k/*$ (9i/9) Tjurrs^uay 

;^DTH^77-f-fZ«fc»5««L, »ft^l3 6mg, iR^7 5%T 

'H-NMR (CDCl^OOMHz): 52. 14 (s. 3H). 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H). 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1 H), 6. 40 (s, 1H), 
7. 03 (d. J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2-7. 4 4 (m, 2H), 7. 60 (s. 1H), 7. 65 (d, J = 9. 0 
Hz. 1H), 8. 44 (d, J = 5. 1Hz. 1 H) 

ft£##HI (ESI-MS. m/z): 4 9 2, 4 94 (M*+ 1) 
HMff!l3 3 : N- (4-f (6, 7 ±VJ± h*i/-4-*/ U;U) ^=^->l- 2. 
3-y^f;P7x-J|/} -N' - (2-e'Jy;|/) frl^7 

4-[ (6, 7-->*> h + i/-4-^/U;i/) :**->]-2, 3-v^^;i/7- 
•J > (1 2 Omg) £y-Dd*JUA (10ml), h UX3MU7S > (1ml) iC 
S#Lfcf£, ^□□**>lC^fi¥L£ HJ**y> (1 1 Omg) £J0;LT 3 
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0^Mj$Lfc. ^i:2-7=yifUy> (10 4mg) £in;L, -ttJn 

^□□^UA/^^y-JU (9 1/9) T JILT'S ->U#y;i^P T h^7^ 
-KekOMSIU mm<n>\t^m*l 2mg, iK3U4%Tf#;>c. 
■H-NMR (CDC I,, 4 0 0MHz) : 5 2. 16 (s. 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H). 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J=8. 8Hz, 1H), 8. 2 5-8. 2 7 (m. 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H). 11. 77 (b 
r, 1H) 

nmfttirm (ES I -MS, m/z) : 4 4 5 (M'+ 1) 
mmM34 : N- (4-f (6, UJI/) :t*vl-2, 

3-y7^7x-;M - N ' - (5-*5MU-2-bf'Jv;i/) 

4 -[(6, 7-v*h*->-4-*/'JJU) **->]-2, Z-V^)VT~ 
U> (1 2 Omg) £y-nm*;UA (10ml). HJx^;i/75> (1ml) £ 
®Mlsfz'&. i??nnt?>iz®MVrzhV*Z>f> (1 lOmg) £*P;LT3 
OftmgUT'MftLfzo ^(l2-75/-5-tfn'J> (1 2 Omg) £fiP;L, 

ntzmzz. ouu-fchk/ (91/9) -cmmt2>><i)t!y)i?n 

Th^^y^-CctOffliL, mm<D<t£%}£l 2 2mg, W7 2%Tf#7to ■ 
'H-NMR (CDC 1 j, 400 MHz) : 6 2. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s. 3H), 6. 
32 (d. J = 5. 4Hz, 1H), 6. 90 (d. J = 8. 3Hz, 1H), 7. 
02 (d. J = 8. 8Hz. 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1 H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz. 1H), 9. 
2 3 (s, 1H), 11. 7 7 (b r, 1 H) 
«fi##TM (FD-MS, m/z): 4 5 8 (M*) 
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5 : N- {4-f (6, 7^2Ah±k^L±Z±2JlM ^^->i-2, 

3- y^^7xZJl/} — N ' - (6-*5^-2-fcf'J^;i/) OUT 
4-[ (6, 7-v* h*->-4-*y* U;U) ***>]-2, 

'J> (1 2 Omg) £^nm*;i/A (10ml). h 'Jx^;U7$ > (1ml) \Z 

mmbtz'&, v>?uu*2>\zmmLtzvv*7s?> diomg) ^jbat3 

0#rB^ffiTjg#Lfc. ^{C6-75/-2-en'J> (12 Omg) £iD;L, 

2uu*)lK/7-\lV> (4 0/6 0) •CIiny'J*fMo7h 

'H-NMR (CDC 1j, 4 0 0 MH z ) : 6 2. 1 6 (s, 3H), 2. 44 (s, 

3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 

32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J=8. 3Hz, 1H), 6. 

82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 

44 (s, 1H), 7. 5 3 - 7. 5 7 (m. 1H), 7. 65 (s, 1H), 7. 

79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d. J = 
5. 1 Hz. 1 H), 11. 7 6 (br, 1 H) 
ft*##rfl (FD-MS. m/z) : 4 5 8 (M*) 

mmm3 6 .• n- (4- [(6, 7 -v/ h^-4-4^/ u;u) -t*^] - 2, 

3->7f^7z-JH — N ' - (4-/ht/7i^) frU7 

4- [(6, 7-y^h + y-4- + /UW **->J-2, 3-y/Wl 
U> (10 Omg) ££OD*;UA (4ml) KfgfilLfc^ 4-^h4 1 S/7x 
-MVy7t-h (6 0m 1) fciQATg&T-lifcSJSLfco ME~Riig£® 

JD*. HtaJL^:M$:iS§IML, ^mcDit^®* 1 1 5 mg . »78%T*# 

'H-NMR (CDC1,, 400 MHz): 52. 0 2 (s, 3H), 2. 3 0 
(s,3H), 3. 76 (s. 3H). 4. 06 (s. 3H), 4. 12 (s;3H), 
6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9. 0Hz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9. 0Hz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1H), 8. 2 0- 8. 2 3 (m. 1 H) 

Jt*##rM (ES I -MS, m/z) : 4 74 (M»+ 1) 
&ffi0il3 7 : N- (2. 4-/7MQ7i^) - N ' - (4 - [(6, 7-v 
* b*i/-4-*; -2, 5-y/^7x_;H frU7 

4- [(6, 7-vpC h + ^-4- + yj;i/) -2, 
U> (2 0 0mg) £^DD/ftJkk (15ml) \zmMLfz'&, 2, 4-/7^ 

tD7xz;K i ;y7t-h (88m i) ziuzTmf&mmzimmLrz. sjs 

^DO^l/A/Tir b> (4/1) TJl^-r-5x'J^y;i/^DV h^77 
^-laOlliL, 2Ul©"ffc£^£2 8 7mg, W9 7%Tifc 0 
'H-NiMR (CDCh,40 0MHz): 52. 17 (s, 3H). 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
0.0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s. 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5 . 4Hz, 1 H) 

(FD-MS, m/z) : 4 7 9 (MO 
»ffJ3 8:N- (4- [(6, 7 - H^>- 4 -^7 U )l) -2, 

5-y^^7iz^ — n ' -yoajwyur 

4- [(6, l-i>* h*v-4-*/ U;W ^y] -2, S-v^^^T^ 
U>(1 5 Omg) ££oo*;kk (1 3m I), h'Jl^75Xl. 5ml) 
^nD$MC^lth'J*X7-'> (15 1mg) $iP^.T. 
JB«*iaSE*5»(fflLfc. *l;n-7'0W$> (3 3mg) £iD;LT. 

^□□^;UA/7"th> (4/1) TrIfflt5y'J^WD?h^7 7^-l: 
«fcO*l8!L. aH©ffc£«!J£l 7 8mg, JR$9 5*Tf*fc. 
'H-NMR (CDC 1 4 0 0MHz) : 6 0. 94 (t. J = 7. 3Hz, 3 
H),l. 5 1-1. 6 5 (m, 2H), 2. 15 (s, 3H). 2. 2 6 (s, 
3H), 3. 21-3. 28 (m, 2H). 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3-4. 6 9 (m, 1H). 5. 97 (s. 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
S?S##H£ (FD-MS, m/z): 4 0 9 (MO 
mmM3 9 : N— (4-^DD-2-^^7i-J^) — N ' - {4-f (6. 

4-[ (6, 7 h*->-4-*/ **?y]-2, 5-v*3MI/7x 
•J> (1 0 Omg) S^dd^A (10ml), MJx?MU7^> (1ml) \z 
®MLtz'&. y^DO/^>l:®®Lfch'J*X7 J > (9 2mg) £iP;LT3 0 
^WMTflt^Lfc. ^{C4-^DD-2-^^;i/7-'J> (4 4m 1 ) £iD;t» 

ATtt/iJU ^ □ D^J^I^lgit h U ^AT^ilfc, «ffT»«E*e56L 

fc. #rffi LfcilS.fi £MU aiOft^ftSl 1 8mg, » 7 8 
'H-NMR (CDC 1 j, 4 0 OMH z ) : 6 2. 16 (s, 3H), 2. 2 1 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H). 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d. J = 5. 
1Hz, 1H) 

K*#KfM (E S I - MS, m/z) : 4 9 2, 4 9 4 (M'+ 1) 
SfeWgN 0 : N- (4-f (6. h^y-4-^/'J^) ^yl-2. 

5-y^f^7i^} — N ' - (4-7Md-2-t;^7x-^) frl^7 

4-[ (6, 7 h*->-4-*y ij;U) ^+j/j-2. 5-^*3\H/7X 
'J > (1 0 Omg) ££pd*;UA (10ml), HJX^;U75> (1ml) 

:^PP**>fz^??L£ MJ**y> (9 2mg) £flP;LT3 0 
^Wii^l/t. ^tC4-7;^D-2-^5 1 ;U7x»J> (4 2m 1) £flP 
A, MT-lft»#L;fc. S^lCfigfP^7j<^^h , J^A7j<jg^S:JlPAi7DO 
*;UATfflttiU * P P All £^i^MJ£ A T*&$Lfc. SETSI^ 
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ZMZtz, *rfflLfc»ll£»fl&U mmoikSyiZl 0 8mg, iR^7 4%T*# 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 1 5 (s, 6H), 2. 30 (s, 
3H). 4. 05 (s, 3H), 4. 06 (s. 3H), 6. 24 (s, 2H). 6. 
28 (d, J = 5. 1Hz, 1H). 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H). 7. 4 9 -7. 5 2 (m. 1 H). 7. 58 
(s, 1H), 7. 64 (s. 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
»*##H1 (ES I -MS, m/z) : 4 7 6 (M*+ 1) 

1 :N- (4-f (6, 7-y^h^y-4-^;UJ» ;j-*->1-2. 
5-/^f^7i-;M - N ' - (3-7Mn-2-^^y7xl^) g_U 
7 

4-[ (6. 7-^* h*^-4-*>"j;i/) tf**>]-2, 5-v^^U7- 
U> (10 Omg) *>7nu*s)lk (1 0ml), hUX5 1 ;i/7S> (1ml) \Z 
mMLfcm, V?nn*?>\zmmitzh (9 2mg) &m?LT3 0 

Tt#*>tt£BI££. ^□□*;UA/7-b h> (2/1) T'JSP^TS ~> u 
o^h^5:7^-K«fc9««U£ll©fl;£4&£l 2 6mg,i&>£8 3%Tf#fc. 
'H-NMR (CDCl3,400MHz):62. 16 (s, 3H), 2. 27 (s. 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 

(s. 3H). 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4-6. 7 9 (m. 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1 H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2-8. 0 4 (m, 
1H), 8. 4 8 (d, J = 5. 1Hz, 1 H) 

mmftffim (ESI-MS, m/z) : 4 9 2 (M*+ 1) 
g|jl|Mi 2 : N- (4-f (6, 7-v* *=Ev1-2. 
5-y^fJI/7HJM - N ' - (2 -^^Jl/7i-^) 
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4-[ (6. 7-y7h + y-4- + ;U;W 2. S-vpC^UT- 

»J> (10 Omg) ££nnsfc;kk (10ml) £jgfi?U o_- h;KJK Vy 
7:J— h (4 6 jtt 1 ) SiD*T£ilT-lft«#Lfc. EJfflKfc/^y-JUfcin*. 
«EETi8ttE*S*UTl»6nfc3aSS, £ □ u*)Vk/Tt h > (2/1) TJg 

iBr*">u*y;u^DTh^7 7-f-fc:«j:ott«L^ji©{k#tesi 1 img, 

'H-NMR (CDC lj, 400 MH z ) : <5 2 . 1 2 (s, 6H), 2. 2 6 (s, 
3H). 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H). 6. 81 (s, 1H), 6. 91 (s. 1H). 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s. 1H), 7. 59 (s. 1H), 7. 63 (d, J = 7. 8Hz, 
1H). 7. 68 (s. 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

ft«##rffl (ES I -MS, m/z) : 4 5 8 (M>+ 1) 
H^flJ 4 3 : N - (4-r (6, 7 - i> * H*->- 4 -*/U )V) ^->1-2, 
5-/^fJ|/7i-JW ~N' - (2-^h^->7i^) 5U7 

4-[ (6, 7 h*->-4-*y »j;i/) ^+v]-2, 5->^5MU7:i 
'J> (lOOmg) ££dp*;PA (10ml) fcigflpU 2-*h*x7x- 

;^v->7^— h (4 9m i) ^DAT-^jp^ji^L^„ s^ic^^y-^ 

'H-NMR (CDC lj, 4 0 OMHz) : 6 2. 1 4 (s, 3H), 2. 2 4 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s. 3H), 4. 07 (s. 3H). 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s. 1H). 7. 61 (s, 1H). 7. 63 (s, 1H), 8. 17-8. 20 

(m. 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

n&fttfm (ES I -MS, m/z) : 4 7 4 (M'+ 1) 
mmM4 4 : N-(5-7a^-6-^;U-2-tf 'Jv;i/)-N'-{4-r(6, 
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4-[(6, 7-v* h*~>-4-*/ ^^]- 2 , s-^^j- 
U> (1 0 Omg) ^^od*;ua (10ml), HJx3^U7 = > (1ml) (c 
jg^LTc^, WnnM?>\z®mLtzhi)tsZy> (9 2mg) £Ja;LT3 0 
#flU£)&T$#L/i. ^f3 6-7Sy-3-^n^-2-^^;i,eU v> (6 9 

mg) €rup^, KfomzmmmmTkmi- h v v k^mm* 

3L-f-)V*mx.tz. #rfflL£*SiI,£«U IlOM^SOmg, ^4 8 

'H-NMR (CDC lj, 4 0 OMHz) : 6 2. 18 (s. 3H), 2. 42 (s, 
3H), 2. 65 (s. 3H), 4. 06 (s, 3H), 4. 08 (s. 
3H), 6. 34 (d, J = 5. 4Hz, 1 H), 6. 57 (d. J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H). 7. 62 (s, 1H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
nmftffim (ESI-MS, m/z): 5 3 7, 5 3 9 (M* + 1) 
»ff]4 5 : N — (2. 6-y^ h^y-3-b''Jy^) - N ' - (4-f (6, 
7-y^h ^y-4-^yj^) :fr*v1-2, 5 - y/f ;i/7x'^) ^1/7 
4-[ (6, 7-v* h*x-4-*/"j;i,) **->]-2, 5-y^Wl 
U> (1 0 Omg) £^nD*^A (1 Oml), MJx?MU75> (1ml) £ 
&fl?L£^ v^DD^^>{cML^K'J^y;y> (9 2mg) £JO;tT3 0 
^P B mfiTm^Lfe 8 ^{C3-75/-2, 6-v* h^ytfijyy (7 Omg) 

£jo;t> £fomzmtu&im7kmi-hij<y&7k®m$:i}n?i? 

□ □^;i/ATttttJL. ^□p^;i'Aji^5S^^-h'j^ATg;j^L7t l> MffiT^ 

'H-NMR (CDC 1,, 4 0 OMHz) : <5 2. 1 7 (s. 3H). 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H), 6. 31 (d, J = 5. 1Hz, 1 H), 6. 34 (d, J = 
8. 5Hz. 1H), 6. 36 (s, 1 H), 6. 74 (s, 1H), 6. 99 (s, 
1H). 7. 44 (s, 1H). 7. 57 (s. 1 H), 7. 60 (s, 1H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d. J = 5. 1Hz, 1 H) 

Sf*##rM (ES I -MS, m/z) : 5 0 5 (M'+ 1) 
mmM4 6 : N - { 4 - [(6, ht'>-4-^;g^) £±^3 ~ 2, 

5->7^7x-Jb) — N ' - (4 -jt hty7iz;i/) 

4- [(6, 7-y/h + y-4-^;UiP) ^xl-2, 
U> (lOOmg) A (4ml) £ig8PLfc&. 4-/h + y7i 

-Wy-/7t-f> (6 0// 1) ^DATifiT-SS^Lt, «JETjg*H*a 
*U #£tt£SS£^fi©£nn*;i/At::fg$L£o f cii#Ioi-f;i/5 
SOX., #r iH b Tc^tlS £ ©§IMU SlOjt^&l lOmg, iK^7 4%T?# 

'H-NMR (CDC 1 j, 4 0 OMH z ) : 6 2. 0 7 (s, 3H), 2. 2 6 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H). 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 (d, J = 9. 0Hz, 2H), 6. • 
87 (s. 1H), 7. 36 (d, J = 9. 0Hz, 2H), 7. 55 (br, 1 

H), 7. 62 (s, 1H). 7. 6 7 (s, 1H), 7. 80 (s, 1H). 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 

S?S##fM (ES I -MS, m/z) : 4 7 4 (M*+ 1) 

gdSfflj4 7:N- (4- C(6, 7 - h*->-4-*/ U;i/) 3-^$,] _ 2 
hQ7x-JM -N' -7'Dkf;t/frU7 
4- [(6, 7-v* b*->-4-*/ IMP) -2-IhD7-UXl 

5 Omg) £?nD7jNj|,A (1 Om 1 h h »J 1^7= > ( 1 . 5ml) fcigfl? 

L7c&> ^OD^;UA{C^^Lfc h 'J*7;y> (14 4mg) SrflnxT, Mil 

SK£5flrJJL;fc. ^fdn -7°D tf^7 5 > (3-lmg) £iDx.T, £b(CjnM 

ri 2 e#r^ l £ . fcfom \z ggf o^^7K « ± v u ^ a 7mm * < v ^ ± k & 
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ts)Vh/7Mh> (4/1) TIMt«i/'J*Wn7h^77-r-l:«J:r)» 
8!U mmvit'&y)* 1 6 Omg, »8 6%Tf§fc. 

'H-NMR (CDC 1,, 4 0 0MHz) : 1. 01 (t, 3 = 7. 5Hz, 3 
H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7- 3. 3 4 (m, 2H), 4. 
05 (s, 3H), 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H), 6. 
47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 

(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 

(d,J = 9. 3Hz, 1H), 9. 7 4- 9. 7 9 (br, 1 H) 

M*#*frfi (FD-MS, m/z) : 4 2 6 (MO 
M4 8 : N- (2, 4-y7MQ7i^) -N' - (4- f(6. 7-y 
/ht-/-4-^yUJl.) :fr4^>] -2-lhD7x-JH -71x7 

4- [(6, 7-v* h^-4-*yj;W -2-~hD7-U>(l 
0 Omg) Sr^DD^A (10ml). hUx?;P75 > (1ml) 

*DD:ft;UAfc&#Lfch'J*xy> (9 6mg) £2JQ;LT, iP^ilsStS: 5 
#MLfc. fr\Z 2, 4-y*7WD7-'J> (4 5mg) SrJjpAT, 

»U *op*;i/ATttajLfc. »JET***«*LTf»6nfc3»**, ^pp 
*;UA/7iiK> (3/1) TJSWT5*SS/'J*y^^PTh^77^-{w«fc 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 4. 0 5 (s, 3H), 4. 06 (s. 
3H), 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m. 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0- 7. 5 4 (m, 1H), 
7. 8 8 - 7. .9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1 H), 8. 
54 (d,J = 5. 1Hz, 1H). 8. 77 (d,J = 9. 3Hz. 1H), 9. 
9 8 (s , 1 H) 

Wmftffim (FD-MS, m/z): 4 9 6 (MO 
&86gH9:N-(3, 5-->^DP-4-f (6, 7 - V± h±2z 4 J 
UjU) t^yl7x-^| - N ' - (2. 4 - y7MD 7i -JU) 7l/7 

3, 5-y*7DD-4-[(6, 7 - ^ h*->- 4 -*y* »J;W **^]7:z 
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U> (5 3mg) £7PP*;i/A (5ml) CiSflfU 2, 4->'7UD7i 
iMVyJt-h (3 4m 1) *!D*T-*ftlJ»a*Lfc. «EET8JK£S* 
UTlSSftfc8££. 7PP*;t-A/7ii h> (2/1) TJSBrr*-> , J;&y;P 
7P"7 h^^7^-fCj:0ffli!L ) &g§©ft£!»£5 6mg, JR* 7 4 XTflfc. 
■H-NMR (CDC 1 3 , 400MHz) : 64. 0 5 (s, 3H), 4. 09 (s, 
3H), 6. 26 (d. J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 0 5 (s. 1H); 7. 4 4 (s, 1H), 7. 4 6 (s, 1H), 7. 6 0 (s, 
2H), 7. 64 (s, 1H), 8. 01-8. 05 (m, 1H). 8. 48 (d, 
J = 5. 4Hz, 1H) 

MMMfrtt (FAB-MS, m/z) : 5 2 0. 5 2 2, 5 2 4 (M'+l) 
^SffJ 5 0 : N - (2, 4-y7J^D7x^) — N ' - (2-7JkfrP-4 

- {f6-^ h*->-7- (2-^7t'j;ih^» -4-t/'J;Htt'» 
7i-Jl/) 71^7 

N- (2, 4-^7;PtD7l-;W — N ' - {2-7;i/*0-4- [(7-t 
HP^^-6-^ b*~>- 4-*S '))[,) 7x-;H«7l^7 (20mg). 

»'J7A (7mg). 37ltfh7-n-7*fJH> : EZ7A (2mg), N 

- (2-i7PDx^;u) ^;i/5jx'j>tt[Kia domg) sn. N-v*^;i/*;i/ 

(1ml) [;ig»l70rT-WLfc„ &J£ft(CffifUftBt7fc*?- h 
l J OA^m^tuX, ?PP*Jl/ATffl£i}U ^on*;i/AJB*M7KfilEB6"7^45- 

y-;K3 o/i)TJgHir5»ii'>u*y;ui'DTh^7 7-f-tc«ko*ii»L. 

'H-NMR (CDCl,,4O0MHz): 62. 57 (t, J = 4: 4Hz. 
4H), 2. 88 (m. 2H), 3. 69 (t, J=4. 4Hz, 4H). 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d. J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1 H), 7. 4 
3 (s. 1H), 7. 9 6 - 8. 0 2 (m, 1 H), 8. 13-8. 17 (m, 1 
H), 8. 44 (d. J = 5. 1Hz. 1 H) 

^t5ffi)5 1 : N- (2-^7PP-4 - {[ 6 - h=fr'> - 7 - (2 -^'jyi 
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h*2> 7i-^) -N' - (2, 

x~;i/) ?U7 

N- (2-^OD-4 - [(7-b + h^y-4- + ;'j;W 

7x-;l/} — N ' - (2, 4-^7M0 7xZ;W (1 7 4mg) 

£N. N-^fWM75K (9ml) \Z®MLft'&, k^TJ'J^A (6 4 
mg). 3^7'ft:xh7-n-^'5 L ;i'7> ; E-^A (14mg), N- (2-£?nn 
X3^U) ^;M>U>&&& (8 6mg) SrJn^feo 7 OtTl 7 l#M«#&. R 
JfcmzmfQm&7kmi-hVVl*7k®m&tiQZ.s ^nnjfcjPATttaiU tan*, 

^□D*;i/A/^^y-;u (2 0/1) i?IPIt5->Uij»D7h^7 7^ 
-I^OMUL, mm<Dlt£t<fo£7 5mg, 3 5 KTftfc. 

'H-NMR (CDC 1 j, 4 0 0MHz) : 5 2. 6 0-2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d. J — 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m. 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H). 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 9 7-8. 0 1 (m, 1H). 8. 2 8 (d, J = 9. 0Hz, 1H), 
8. 5 1 (d, J = 5. 1Hz, 1H) 

RS##rM (ES I -MS, m/z).: 5 8 5. 5 8 7 (M'+ 1) 

mmms 2 ■. n- (2, 4-^7^071^) -n* - (4 - {[6-^h^ 

->-7- £±id -2, 5-v^ 

fi^iUP) frl^7 

N- (4- {[7- (^>>Ml^*-» -6-^h^y-4-^yjJW :t*->} 
-.2, 5-y^f^7x-J|,) -N* - (2, 4-y7^tD7i-W £1/7 
(3 6 6mg) £N, N - i?*?-)lfc)VA7 5 K (6ml) KigJBU 7kgKfc/1 
7->'^ (3 6 6mg) £iQA* **#HftTSlT?lftll»Lfc. MEETiS^ 
£g£L?Pn*;UA> **/-;w;:jg#u -fe^-f hfcfflLfc. MEET 
&$£®£LTf#bnfc$£ (2 1 3mg), mmtiVOA (1 0 9mg). 30 
ftf h^-n-T'W^^A (12mg). N — ( 2 - ? □ PX^IO 
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*'J>ttB8it (7 4mg) £N, N->7^I/*JI/A7$ H (5ml) C**L 

LTft&nfc8IS£. 7DD*;UA/**y-;i, (lO/l) Tjnrr-5»s>' 
U*y;^D"7h^57-f-lcJ:0||«U «JlO^««l 06mg, W5 

'H — NMR (CDC lj, 4 0 0MHz) : 62. 17 (s, 3H), 2. 2 7 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H). 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H). 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s. 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

£Mm5 3 : N- (4- ([6-* K*->-7- (2-m'j;ih^» -4 
-*/U;U] -2, 5-v*5MI/7x-;t/) - N ' - (2-*K*->7 

N - (4- {[7- (^>>W**-» -6-^ K + x-4- + /U;U] 
-2, 5-//^7x"A) -N' - (2 h- + ->7x-JU) -7^7 (3 6 
3mg) £N, N-y/fMM7$F (6ml) KigfiPU fcWHt/UW 
A (3 6 3mg) *££H&TMT 1 «I£TiS&£®£ 

%3kLT'&*>ntzmZ (19 1mg). mm* U -7 A (2 19mg), 3^ftfh 
7- n -75 1 ;U7> ; E-9A (I2mg). N— ^;U*U> 
(1 4 8mg) £N, N-^/^;U*;UA75 K (5ml) \ZMM L 7 0 

tTi»Lfc. »ffiT»»*aacL. #^n^$t7K^iinA7 a 
f»sn/ta$*. ^□□^;uA/y^y-;p do/D' tiiniii/UA 
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'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz. 
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6- 6. 9 0 (m, 1H), 6. 9 6- 7. 0 6 (m, 3 
H), 7. 16 (s. 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d," J = 5. 4 
Hz, 1H) 

mMM5 4:N- (2-^DD-4- [16 - * b*is- 7 - (2-^h^5>X 

?x-;u) -n' - (2, 4-> ? 7;i/:f 

y^fHW+yF (2ml ) f^Jcififc^ h U A (6 Owl 1 5 3mg) 
ZtiQZ., 6 0*CT3 0»Miai:L, 4-7Sy-3-^D07i/-JH 
(3 4 3mg) SriDA^iSTl Oftf!L&Ltc. %.lZz/*^)UZ)l**i/ F (2 
ml) £jg»Lfc4-imn-6-* h + ~>-7- + * 

/•J> (2 5 4mg) BD^l 10tT-»L/:. EJ&tt£7lc£ilD*.* □ □ 

fcrtM^-HJtfA-eftjiLjfc. »ET*«E«:«*LTf»6nfc»**, 7 on 
*JUA/7irh> (7/3) TJg_WrSi' , J*yjU^OTh^77^-JC«tO«[ 
«U 2-70D-4- {[(6 h*->- 7 - (2-^h + ylh + y) -4 
-*>"J 7-V>Z3i§if&!tot-?Z>m£y>)3 3 2mg£»fc. ^<Z) 

5*6 8 3mg££npjfrJ|,A (5ml) 2, 4-y7^07x-^ 

-f7->77— h (3 2m 1) ^ftl^t-WIIL/:. «ET»tt*S*UT 

»&nfc»$s;, 7DD*;PA/7-feh> (2/i) -vmmtzz'Vtjywn 

•^hifyy^-lZ^Ommb, «H<&{fc£«j£5 0mg*#fc. 
'H-NMR (DMSO-cU, 4 0 0MHz) 5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4- 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H). 7. 51 (s, 1H), 8. 
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09-8. 15 (m. 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s. 1H), 9. 31 (s, 1 H) 

5 : N- (2 -7 □□- 4 - {f6-^h^S>-7 - (2-^h^f>X 

ftU7 

v^^TJU**:^ (2ml) iCTk^fc^HJ^A (6 0w%, 1 5 3mg) 

6 0T;T3 Oft®W&£U\ZL, 4-7$;-3-i?nD7x;-;H 
il(3 4 3mg) 0#«Lfc o v*3\N/7JMn*-> K (2 
ml) (c^i;fe4-7on-6-> h + + ^ 
yj> (2 5 4mg) ^JPAl 1 Ot:T-M#L/r 0 KfcmZ7k&tiQ?LZ D □ 

*JUA/7-feh> (7/3) TJiiPT<i> xU t}^f)Vi7 DT h 7*7 7 4 -fc<fc DM 
ML, 2-700-4- {[(6-;* h*>>- 7- (2-/h^xIh + y) -4 
-*/UJU]:t*^} 7^U>£££j&$|£T3£!£#l3 3 2rag$f|fc. 
7^8 3mg^^DD$M (5ml) tiS«PL.' 2-* h + y7x"MVy 

h (35/zi) ^n^T-»^ii^L^c m&rmm^^Lxn^n 

^□□*M/7th> (2/1) TlPif5yU*^D7 h^' 

'H-NMR (DMSO-d,, 4 0 0MHz) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7-4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9- 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H). 7. 42 (s, 1H), 7. 48 (d, J = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m. 1H), 8. 49 (d, J = 5. 4Hz, 1 H), 8. 99-9. 
0 3 (m. 2H) 

^MffJ5 6:N- (2, 4-y7MQ7iZJl/) -N' - (4- [f6-*h 
*->-7- (2-^h^yl^y) - 4 'JW^fW ~ 2, 3-v* 
^;l^7x-;U) 71/7 
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N- (4- {[7- ('OSWtf*^) -6-/ h* : s-4-*;V)),\t*i/) 
-2, 3->7fjl,7iZJH -N ' - (2, 4-y7MP7x~;W £U7 
(2 1 3mg) £N, N-y^fWA7i K (5m 1), MJX3S/U75> (l 
ml) ?mit^y^A (4 0mg) £in*, 7fc*£HSlCTMT?- 

ETi§$g£@£L-n#£>tt£:^£ 184mgO^^©9 0mg£N, N-v^^ 
;i/*;i/A7 = K (1. 5m 1 ) £jg#U ^dfC^&TJ'J^A (3 2mg), 3r> 
ffc^r h^-n-^l/T^-^A (7mg), 2 -:7*0 ; EX3MM^;UX~r;i' 
(3 2mg) £Jn*, 7 0tl!-tSj$Lfc o £j£fi£Kt&*D^7j<^ h >J ?A 

tSULL $ffiTi£l&£@£LTt#b*i;tS£ * □ o*;i/A/7ii K >( 2 
/l) TM^-rsif^vUA^^oT S^5 7^-HckDISiiL. SlKZMb^ 
1 1 0mgt#£. 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 1. 97 (s , 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t. J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, 3=4. 4Hz. 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H). 7. 22-7. 31 
(m. 1H), 7. 34 (s, 1H), 7. 5.1 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H). .8. 36 (d, J = 5. 
1Hz, 1H). 8. 38 (s, 1H). 8. 79 (s, 1 H) 

7 :N- (4 - (f6-p< h*^- 7 - (2-^^ylF^-» -4 
-tyj;M^->} -2. 3-y7^7i^) — N ' - (2-*H=^>7 
x_;l/) ft 1^7 

N- (4- {[7- (^>v;U**>0 - 6-^h^/-4-^yjJ^y) 
-2, 3-y^f^7iiW — N ' - (2-^h + y7i^) (16 
lmg) £N, N-y/?J^A7S h* (4m 1 ). HJX5P;U7= > (1ml ) 
iZfeffiL, 7mitnyi>Vlx (3 2mg) ZtoX. 7Km#HMT^T-M# 
Lfc. S^^^-t^-f hjgigL^DO*;l/A/^^y-;i/Tr^^Lfc 0 MCETig 
LTf#£>n£SI£ 2 2 3mgW^©l lOmg^N, N - 3^1/* . 
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;UA7S K (1. 5ml) \Z®Ml,, ^CCUesI^ U 7A (2 3mg), S^kx 
h7-n-7*3\H/7> : E:i7 A (5mg), 2-7otl5 : ;M^H-f^ (2 
3mg) £}JD;i. 7 SMtC^ffl^^TK^^ h U 7 AtK^ 

»ffiT»«*siUT^enfcas*, *cm*juA/7-feh> (2/ 

£8 9mgf#£ 0 

'H-NMR (DMSO-d., 4 0 0MHz) : d 2. 00 (s. 3H), 2. 1 
7 (s, 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H). 4. 22 (t. J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H). 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J=8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s. 1 H) 

mmm 5 8 : n- (2, 4-^7^071^1 -n' - (4 - ([6-* 

->- 7 - (2-^h^yXh4y-4-^;'J;M -2, 5-y*5=-;i/ 

7x~;i/) 71/7 

N- (4- {[7- (^>*>Ml^*^) -6-^ h + ->-4- + / l JJH 
-2, 5-y7f^7i-Jl/) -N ' - (2, 4-y'7MD7xZjW 71/7 
(3 6 6mg) £N, N-y/f»A75F.(6ral) fcflSflU TKK^fc/t 
^v7A (3 6 6mg) £Jp;L **M«T*»T 1 IftfttfLfc. WflETiSttE 
SfiL^Dnm. t7<«Slt. MEET 

JSttESrSSLTtfenfcSS (2 13mg). ^&#'J7A (109mg), 37 
itr by-n - 7^)17 y^-VL (1 2mg). 2-7*D : EXWf;H-f 
;U (4 0 # 1 ) £N, N-y/fMM75 h* (5ml) KljgfiPL 7 O'CT 1 
M#L£ 0 «JET8N»S:S5feU t^nfcg^tCTkfcjbD*.? □ □*;UATtt£ii 
U 7 00*;PASS:e!E^hU7AT^Lfc. METO&£®£LTf#$*l 
70D^;UA//^y-;U (10/1) TJRWr4»l^U*y^^ 
PT 1*^7 7* -iCcfcOflfUlU Sli<7Mfc£#l£ 1 2 4mg, W 7 3 
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'H-NMR (CDC 1,, 400 MHz): 62. 17 (s, 3H), 2. 26 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J = 4, 8Hz. 2H), 4. 03 
(s,3H), 4. 34 (t, J=4. 8Hz, 2H). 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H). 7. 55 (s, 1H). 7. 57 (s, 1 
H), 8. 05-8. 14 (m. 1H), 8. 46 (d. J = 5. 4Hz. 1 H) 

nmftVrm (ESI-MS, m/z) : 5 2 4 (M'+ 1) 
3fe8&fl!l5 9 : N— (4- {[6-* h*->-7- (2-/ h^xXh^y) - 4- 
±121M -2. 5-y^^7i^) - N ', - (2-^h4^->7x 

N- (4- {[7- (^>vJM-*v) -6-* K + v-4- + yj;U] 
-2, 5-y^^7i-JW — N ' - (2-^h + y7x-^) ^)V7 (3 6 
3mg) SN, N-y/fMM7$F (6ml) KiSJRU 
A (3 6 3mg) £Jn*, 7KIMTMT1 Wit. iStffTi§i^SJ 

9*L/T»^nfc»$ (1 9 lmg). ^tt*iJ^7A (1 1 Omg). H^b^h 
^-n-y^^7> ; E-'j7A (1 2mg), 2-7a^If;M5 : JH-f^ (8 
Omg) £N, N-y^fM^A75 K (5ml) 7 0*CT? lttffij* 

l£. MJETr§$8£@£ U #e»nfej»$fc**JnA^Dn^;UATttaiL, £ 
□ o*^A*£B6B£± h 'J OAWlfe. «fiET*«tft«=SUT»6nfcaiS 

^nn^A/z^y-;!/ (io/i) TjRiwr*»«'>'j*y;i/^DTh 

ifyyj-lz^ommL, »^Ml2 8mg. M 7 6 
'H-NMR (CDC 1 4 0 0MHz) : 6 2. 1 7 (s. 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H). 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s. 1H). 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s. 1H), 7. 43 
(s. 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m. 1H), 8.4 5 (d, J = 5. 1Hz, 1 H) 
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ii^'Kff (ESt-MS, m/z):5 18 (M*+l) 

mmmeo-.N- u- (r7- {i> - 6-^ h^->-4-^y 

■j;H*-*->} -2, 3-v/^7x~;i/) — N' - (2-/h^y7xZJP) 

4- {[7- (^>>?;U^-*-» -6-* h + v-4-*/ U;P]**j/} -2, 
3-v/^;i/7-U >(2 6 Omg) £N. N-y/fMM75 K (5m 1 ) 
2-^h + i/7xZHV->7t-h (116mg) £jta;LT^ 

e*L/T»e>n^a$*, ?nn*;u£/7-feh> (2/1) T«M-r*»ji>' 

^^^07 1^^77^-1:^0^1, mm<D<k£®$:l 6 9mg, JR^4 
7%Tf#fc„ 

'H-NMR (DMSO-d., 4 0 OMHz) : <5 1. 99 (s, 3H), 2. 0 
2 (s, 3H), 3. 83 (s-, 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H). 6. 81-6. 87 (m, 2H), 
6. 95 (d, J=6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J-6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz. 1H), 8. 
48 (s, 1H), 8.5 8 (s, 1 H) 

mmme l :N-[2-#au-4-[(6. h*->- 4 V-)l>) 

7i-iW ~ N ' - (2, 4-y7Mn7iIJH »7U7 

2 _/7o D _4 _ [(6, 7-y7h + y-4-+t , ; i J-JW 7^'J 
> (2 14mg) £7 A (5ml) fcigflPLfcffc, 2. 4-v7>H^D 

7i-MVy7t-h (180m I) £flOAT 7 0 tT4 i$P B 1£^L£. 
C£a<0X-7\>H£iin*.. tffaLfcttJR*»5iaiiL, &£©ffc£«J& 1 4 6 m 
g. iK*4 6%Tt#£. 

'H-NMR (DMSO-d., 4 0 OMHz) : 6 3. 9 8 (s , 3H). 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s,lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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H*$Hffffi (ESI-MS, m/z): 4 8 7, 4 8 9 (M' + 1) 
H3fiffiJ6 2 : N-(2-^aP-4-[(6, h=fc->- 4 -^7-'/U x;U) 

^->] 7x_;t/} - N ' -7W;i/frl/7 

2 _/7 DD _4_ [( 6> 7 h:£«>-4-4^/ij-;i,) ^j,] 7- ij 

> (5. 13g) *^DD*M (10 0ml), h'JxW5> (5 0ml) 
\zmMLfz'&, i7UUts)Vh (3ml) Kig^Lfc h U**y> (4. 5 9 g) 
£jD;tT3 OftmVkftLtz. n - 7°0 fcf)l/7 S > (2. 7 4 g) £JQ;LT, 
$^i:2Wjtb/c 0 S^ICtS?DM^7K^i-h>J-7A7Kjg^^iPA, 7DO 

&%£LTmt>nrzmz£. ^oa^M//^;-^ (5 o/n- tm^t-s 

vU^yVP^DT h7*7 7-<-CcfcD*fg!U Sil0fc£#!£4. 14g, W 

6 4%x*nrz, 

'H-NMR (DMSO— d 6 , 4 0 0MHz) : <5 0. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 5 3 (m, 2H), 3. 05-3. 12 (m. 2H). 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1H), 
7. 22 (dd, J=2. 7H2, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 46 (d, J=2. 9Hz, 1H). 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1H) 
fffi##rM (ES I -MS. m/z) : 4 1 7 (M'+ 1) 

^Mffl6 3 : N- (4-f (6, 7 -v^ H4 1 ->-4-^^-y J U^;U) ^->17 

x-Jl/} — N' -XfJ^|/7 
4- [(6, 7-->** h + v-4- + 7- 4 /'J-;i.) 7-'J>(5 Omg) 

ZtnnfrJUA (3ml), HJx^;|,7=> (0. 2ml) {zmffiLfz'&. 70 

nXfrAlzmMLtz b 'J*xy>(5 Omg) £flO*T^T3 O^WLfc. 

&I3X3MI/7 5 >mm^ (6 9mg) £Jn;tT, £6K^rST-ifcjt#L;t. £ 

J&m\Z* 5> J -;i/£fiQ A, 7 □ D*^A/* * y -^T'H^f SHPLCfCi 0 IS 

S2U 3?IitfMfc£!85£ 1 Omg. WM\ 6%Tt#fc. 

'H-NMR (DMSO-de, 4 0 0 MHz) : 6 1. 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
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3H), 6. 10 (t, J = 5. 4Hz. 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s. 1H). 7. 46 (d. J = 9. 0Hz. 2H), 7. 55 
(s. 1H), 8. 49 (br, 1H). 8. 53 (s, 1 H) 
MftVrm (ES I -MS, m/z) : 3 6 9 (M + + 1) 
^SffU6 4 : N- (4-r (6, 7 - V* h*->- 4 -^V'J Or*r*/\7 
xXJH — n' -7°atf;i/fr^7 

4- [(6, 7 -5?* h*'>-4-**!/Uz:;W 7X»J> (5 Omg) 

■^od*M (3ml), h 'Jx^7S > (0. 2 m 1 ) £jg#PL£&, £ □ 
mtsJlAlzfeMlsfz h'J**y>(5 Omg) £Jn*.T^iST 3 0#|8Itt#Lfc. 
^(C7 P Dtf;U75 > (2 1 jal) SriDAT, *6ttlT-««»Lft. £J« 

fey ^ y -;h6Uq A, i7uu * y -^"CUPBr shplcjc «fc 0 ttSi L , 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 89 ( t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m. 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5..9Hz. 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d. J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8. 5 3 (s , 1 H) 
K*#*rffi (ES I -MS, m/z) : 3 8 3 (M + + 1) 

%%gy6 5 : N-^^-N' ~ (4-f (6, 7 - y7 h^y-4-^t7 l JZ 

;i/) ^-=^^17x-;U} -7U7 

4- [(6, 7-v* h + v-4- + ^7'J-;i.) 7— U > (5 Omg) 

S^DD^A (3ml), HJX3MU75> (0. 2ml) \Z®MLtc'&, ?u 

Uts)lA\zmM\^tz V 'J (5 Omg) £ftl;tT£iST3 0#IBHft#Lfc. 

^(C^;i/75> (2 2m 1) £iP;LT> £S£MT-l!ftfll#L&. S^fSlC 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d. J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br. 1H), 
8. 5 3 (s , 1 H) 

M»##t4I (ES I -MS. m/z) : 3 9 7 (M + + 1) 
HMff!)6 6 :N- {4-f (6, 7-/^ **}A2 
x~;i/} — n' -^>3MK7U7 

4- [(6, 7-v* h^v-4-+^-yj-;i,) 7-UX5 Omg) 

£^nm*^A (3ml). HJX3^7S> (0. 2ml) (Cjg^LfeM, 
ots)lA\Zi$Ml^fc h 'JfrXYy (5 Omg) £fln*.T^ST3 O^JfftLfco 
#fC7 5;U7 5> (2 6^1) 2r*D^.T. S5l:lfif-^lfc. KMC 

%m<Dlt£®$:2 lmg, W3 0%Tf#£. 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 5 0. 89 (t, J = 7. 1H 
z. 3H), 1. 2 7- 1. 4 7 (m, 4H) ( 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s. 3H), 3. 99 (s, 3H). 

6. 13 (t, J = 5. 6Hz, 1H). 7. 15 (d, J = 9 . 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J = 8. 8Hz. 2H). 7. 55 (s. 
1H). 8. 47 (br, 1H). 8. 53 (s. 1 H) 

Ri»«fi (ESI-MS, m/z):411 (M + +l) 
^MffiJ6 7 : N- (stc-y^)l) — N' - (4-f (6, 7-y^h^->-4- 

4- [(6. h + '>-4-+^-V'J~JU) 7-UX5 Omg) 

££nnjfc;kk (3ml), h'Jx^;U75> (0. 2ml) (cjg^Ufe^, £o 
□ *;i/AC*g^L£ HJ**y>(5 Omg) ^JPX.T^rST3 OflfslWLfc, 
# Usee- 7 5 > ( 2 3 /x 1 ) SrjjnAT, $ b C^iST-M# Lfc. KJ£ 

anc* 9 j -)v* m *? □ u*,)Vk/t $ j -;u-cjRM-r*HPLCfc«fc o 

'H-NMR (DMSO-da, 400 MHz): 50. 88 (t, J = 7. 3H 
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2, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0- 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J=8. 1Hz. 1H). 7. 15 (d. J = 9. 0Hz. 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H). 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s; 1 H) 
RMfttirfe (ES I -MS, m/z) : 3 9 7 (M + + 1) 
£MM6 8 : - {4-f(6, 7 - N4^>- 4 'J " 

4- [(6, 7-v* h + i/-4-^^yu^;i/) 7-UX5 Omg) 

S^oo^A (3ml), h'JX^75>(0. 2 m 1 ) ^ n 

n*)\,A\z®MLrzb>J*Z¥> (5 Omg) £Un;LT^T 3 0 #F B 1Jf#Lfc. 
^tC7U^7 = >«|^^ (3 1mg) £flDAT, $ ZlZ-gUV-mM&Ltz. 

ML, mM<Dik£%S$:2 lmg, 3 3 %Ti#fc. 

'H-NMR (DMSO-d s , 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H). 5. 07-5. 21 (m. 2H), 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H), 7. 
16 (d. J = 9. 0Hz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

nmfttirm (ESI-MS, m/z): 38 1 (M + + 1) 
^6Sfl!6 9 :N- (4-f (6, 7 - L±>lZ 4 z±±±L!i **'>17 
i-iM — n' - (2-7 P abf-;i/) frl/7 

4- [(6. 7-y> S*x-4-*^/'J-;i,) 7-UX5 Omg) 

$^70D*;l/A (3ml), MJx3^7$> (0. 2ml) MLfcli 
□ *^A£^fi?L;t MJ*xy>(5 Omg) £jtax.T^ST 3 O^F^WLfe. 
#fC7°DA-;U*;U7 5>i£&i& (3 lmg) £flO;LT, £6f::^T- 

tz. Krnmz*? ; -)v%m*.. znn*)i&/*? s-)UT*mffl-?z>n?Laz 

JzQmmis. mm<Wt£!&iZ2 6mg, iK¥4 1%T*t#£. 'H-NMR (DM S 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H). 3. 89-3. 9 
0 (m, 2H), 3. 97 (s. 3H), 3. 99 (s, 3H), 6. 49 (t. J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J=8. 8Hz, 2H), 7. 55 (s, 1 H), 8. 53 
(s, 1H), 8.6 8 (s, 1H) 
nmfttirM (ESI —MS, m/z) : 3 7 9 (M + + 1) 

0 : N- (2, 4-*S7)\,*n'*>i?)\,) -N' - {4-f (6, 7-y 

4- [(6, 7-v* h^->-4-+^-»/'J-;i') 7~'J> (5 Omg) 

^^□P^A (3ml), h 11X3^75 > (0. 2 m 1 ) t«f*Lfc», * □ 
uMAlZ®BLfzbV*zy>(5 Omg) ^jJHAT^ST 3 0»M«»Lfc. 
#£2, 4-y7MD^/y^7$> (22/il) ^JP^.T, SSfcMT- 

&j£#L£. Ri&mz*? s-iv^mx. znnft^A/t? y-jirmffl'tz 

HPLCtCfcOflNKU »i^M32mg, |$4 1 

'H-NMR (DMSO-ds, 400MHz):3. 97 (s, 3H), 3. 98 

(s, 3H), 4. 3 2 -4. 3 3 (m, 2H). 6. 66 (t. J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0- 7. 4 4 (m, 
1H). 7. 48 (d, J = 9. 0Hz. 2H), 7. 55 (s. 1H), 8. 52 
(s, 1H), 8.6 9 (s, 1H) 

S*##rffi (E S I -MS, m/z) : 4 6 7 (M*+ 1) 

SMMZJ ■• n- (4-r (6, 7-->^s^y-4-wjz)i/) -t^^y 
x~;u} -n' - (2-bT'j$;;My;u) »7U7 

4- [(6, 7-^* h*y-4-^/U^).t+y] 7-U/(50mg) 
£#PO*;UA (3ml), h'Jl^7S> (0. 2ml) fcfctfl/fcft, 
n*;i/A£?g#PL£ h 'J*7.y>(5 Omg) £Jrax.T^&T 3 0#(SH8#Lfc. 
&£2, 4-y7J^D^>y^7$> (3U1) £iDAT> 

HPLClCfcOttSIU g|j!I<Dft£#>£3 lmg, iR*4 3SKT#fc 
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'H-NMR (DMSO-cU, 400 MHz): 3. 42 (s, 2H), 3. 98 
(s, 3H). 3. 99 (s, 3H), 7. 16-7. 19 (m. 2H), 7. 22 

-7. 27 (m. 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 -7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

R*#tffffi (FD-MS. m/z) : 4 3 1 (M + ) 

^8609 7 2 : N- (2, 4-y7Ma7i-;i/) -N' - {4 — r (6. 1 -V 

4- [(6, 7-v* h*'>-4-*t , /'J=;W 7^'J>(5 Omg) 

S^ootM/A (3ml) fcJStfLfcfc, 2, 4-y7M07xrM7->7 
h (24^1) *1&XT-®Mm&m.\stL. *rtiJL&itifi£aMfc. ft&Lg 
H©fls£tt£5 5mg. WM1 2%Tm?z ■ 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4 - 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H). 7. 2 9 - 7. 3 5 (m. 1H), 7. 38 (s, 1H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1 H), 8. 06-8. 14 (m, 1 H), 
8. 5 1-8. 5 4 (m, 1H), 8. 5 4 (s, 1H), 9. 11-9. 1 2 (m, 
1 H) 

mmfttitm (esi-ms, m/z) 4 5 3 (m*+ d 

H;8fiffJ7 3 : N- {4-f (6, 7 -ypt K^v-4-^^-'/'J-;i/) t^y]7 
x~;i/} — N' - (4-7^t07x-^) 

4- [(6, / h + ^-4-^^-yiJ-;U) 7-'J> (5 Omg) 

^□□TfrJUA (3ml) ICilltl, p-7MD7i-JKVy7t-h 
(23m 1) 6ta*T-ttln«H!aELfc. 5JfcttlC**y-;H£iD*., 
;UA/^^y-;PTJRM-rSHPLCJC«fcO»fi!L. »^tt$2 6mg, iR 
¥3 6XT»ft.. 

'H-NMR (DMSO-di, 4 0 0MHz) : 3. 9 8 (s, 3H). 3. 9 9 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s. 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d. 
J = 9. 0Hz, 2H). 7. 56 (s. 1H), 8. 54 (s, 1H), 8. 72 
(s, 1H), 8.7 5 (s. 1H) 
Sf«#0rffl (ES I -MS, m/z) : 4 3 5 (M + + 1) 
&86flj7 4 :N- (4-f (6, h*->- 4 -=^/U ->>1/) ^->17 

x-;U} -N' - (2-/^7x-Jl/) 

4- [(6, 7-v/ h^'>-4-+^-\/U-;P) 7-U> (5 Omg) 

£^pp*;UA (3ml) o- hMHV'>7t- h (2 5 m 

■H-NMR (DMSO-de, 400MHz):2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s. 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3 - 7. 8 6 (m, 1H), 7. 
93 (s. 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 

H«##ftt (ES I -MS, m/z) : 4 3 1 (M + + 1) 

^Mffi)7 5:N- (4-f (6, 7 - S^->- 4 -^F^-'/'J -^) ^ x]2 

x~;i/} — N' - (2 ^y7il^) frU7 
4- [(6, V* : s-4-*±W-)V) 7-U> (5 Omg) 

£*PP*;UA (3ml) 2-^^y7ilHV-/7t-h 
(2 7 /zl) £2ra*T-!fejta»Ji8ijfcLfc. SfSII^ * y -;i/$iPA. ^np* 

;^/^^y-;UTSBH"r5HPLClc«fcO*«L. SI©M*3 4mg. JR 

*£4 5 %Tf#fc.. 

'H-NMR (DMSO-de, 400 MHz): 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H). 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz. 2H), 7. 38 (s, 1H), 7. 54 (d, J = 8. 
8Hz, 2H), 7. 56 (s. 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1 H), 9. 40-9. 41 (m. 1 
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H) 

mmftVrm (ES I -MS, m/z) : 44 7 (M + + 1) 

gMtfjl 6 : N- { 2 -gnn-4-f (6, 7 -v^ 4 z*±\/V — 

)V) ^->i7x-;H — n' -x^;U^7lx7 

2 - 2 no- 4- [(6. 7-v* h + v-4-+^-V r, J^;i/) 7-U 
> (2 0 0mg) £^PP*;kk (5ml). h'JX^U75> (1ml) HJgfl? 

^PP*;UA{I»*Lfch»J^y> (179mg) £JDx.T^)STr 3 
0#IWft#Lfc. *l;if)l/75>lSi (2 4 6mg) ZMplT, SfclcM 

t# 6 nfcgi <* $ * □ D 9 j -;uTMwrsHPLcic < fc o »k l . £ 

■®<k^4fcft 1 5 9rag, 5%Tt#£. 

'H-NMR (DMSO-d 8 , 4'00MHz): 51. 08 (t, J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H). 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz. 
1H), 7. 55 (s. 1H), 8. 02 (s, 1H), 8. 20 (d. J = 9. 3 

Hz, 1H), 8.5 6 (s, 1H) 

H*#*r« (ES I -MS, m/z) : 4 0 3 (M + + 1) 

feSSffiJ7 7 : N-7*^;U-N' - (2-^Da-4-r (6, 7-ypt K^->-4 

-^V'J -Jl,) ^-^f>17x-jt/} ?U7 
2_/ 7DD _4_ [( 6> S*5>-4-*:M/U:^U) 7->J 

> (5 Omg) ££PO*;i/A (5ml). hUX5 L ;U7 5> (1ml) CSf»L 
^Dnmi:^Wch'J^y> (4 5mg) ^aAT^ST 3 0 # 

MUMfl/fc. *[C7*^;U7$> (22m 1) &Jn*.T. £&fcMT3 0#|BJL 

£ P p*;UA/* * J -^-eSBBT «fc 0»S! l. mmoxt&mz 

3 Omg, M4 6%Tt#fco 
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'H-NMR (DMSO-d 6 , 4 0 0 MHz): 60. 91 (t, 3 = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t. J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 
1H). 7. 47 (d, J = 2. 7Hz. 1H), 7. 55 (s, 1H). 8. 03 
(s, 1H), 8. 20 (d. J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

nmfttfm (ES I -MS, m/z) : 4 3 1 (M + + 1) 

^jSffiJ7 8 :N- { 2 □ □- 4 -f (6, 7 L±jjz 4 Z±±Zi! = 

;U) t^y!7xZJ[/) — n' -^>5 l / >P^U7 

2 -*PO-4 - [(6, 7-v* h^x-4-+^-yiJ-;P) 7-'J 

> (5 Omg) A (5ml), h 'JX3MP7S> (1ml) \Z®ML 

?nn*)VA\Z®mLtzb*)*X¥> (4 5mg) &mZT^Ur3 0ft 

mmWLfco &\Z7$)l<7S.> (26m 1) £2jn;LT. ^bl:iST3 0^1L 

3 3mg, W4 9%Tf#Aco 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4- 1. 3 4 (m. 4H), 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H). 

6. 97 (t. J = 5. 1Hz, 1H), 7. 23 (dd. J = 2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz. 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1H), 8. 5 6 (s, 1H) 

(E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 
»ff!J7 9 :N- (sec-y^i/) -N* - { 2 - $ □ □ - 4 -f ( 6 , 7 - 2* 
V* : s-4-*j-W-)l) ^->17x-;U} 

2-ZUU-4- [(6, 7 -is* h + v-4 -+^-V'J^) 7- U 

> (5 Omg) £^on*;UA (5ml). H 11x^7 5 > (1ml) tIjgfl?L 
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1t'&. ^□□*MC^UchiJ*7y> (4 5mg) ^jJUXX^WV 3 0 # 
P B 1ffi#L7c. ^{Zsec-y5 1 ^75> (2 3/* 1) £flO;LT, $b(C^ST3 0 

M3 4mg. W5 2%T#L 

'H-NMR (DMSO-d 6 , 4 0 0 MHz); : <5 0. 89 (t, J = 7. 6H 
z, 3H). 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, J = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz. 1H), 7. 39 (s. 1 H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H). 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 

Hz. 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 

RiMi (ES'r-MS, m/z):43 1 (M + + 1 ) 

^SfflJ80 : N-7'J;P-N' - (2-^aa-4-r (6, 7-v^h^->-4 

2-/7DO-4 - [(6, 7-v* K + ->-4-+^-yj-;i/) 7-U 
> (50mg) ^^nn*;UA (5ml), HJX5\>P75> (1ml) £jg#L, 
^DOWAlCiglLfc h 'J**y> (4 5mg) ^iOAT^rST3 0^- 
M«#Lfc. ^(37U;U75>^m (2 1mg) £»D;iT, 2 £>f;£r£T 3 0 
»IWLfc.R^«tK:fift«a6**^ h 'J £A*^$£in;i£aD*;PATfflfcBU 

U45mg, JK^7 2%Tt#7t. 

'H-NMR (DMSO-d«, 400 MHz): 3. 76-3. 79 (m, 2H), 
3. 97 (s. 3H), 3. 99 (s. 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5- 5. 9 4 (m. 1H), 7. 11 (t, J = 5. 4Hz. 1H), 7. 
24 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d. J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
ftS#*HI (E S I -MS. m/z) : 4 1 5 (M + + 1 ) 

1 : N- {2 -£cm-4-r (6, h^^-4-WJ> 

tt-»7i^l — n' - (2-tW-;io frU-7 
2 -/7 nD _4 _ [ (6( 7 _^^ h*->- 4 7-'J 

> (5 Omg) £*Dd7M,A (5ml), h'JX3MU7=> (1ml) K?gS?L 
^DD*jl,AMLfch'J*xy> (4 5mg) &ira;LT^&T3 0# 

mmwLtz. %.\zyujv\,*)\,7*>mm& (2 i mg ) *imxt. sshm 

1 %Tf#fCo 

'H-NMR (DMSO-d,, 4 0 0MHz) : 3. 16-3. 17 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, J = 2. 7Hz. 9. 0Hz. 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1 H), 
7. 55 (s, 1H). 8. 16 (d. J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 56 (s, 1H) 

mm^mm (es i -ms, m/z) : 4 1 3 (m + + d 

^Mj8 2 :N- (2-^7DD-4-r (6, 7-y^h^v-4 -^t'/'J ~ 
;U) ^->17xrj|/) — N' - (2, 4-y7i^D^>^) frU7 

2-/7op_4_ [( 6> 7-^ h + ^-4-^^V'J-;U) 7-U 
> (5 Omg) *>?uu*)\,k (5ml), h'jx^;i/75> (1ml) fCigfllL 
? n a *)[,2±\zmffiLtch (4 5mg) £JO;LT^fiT 3 0 # 

MWLtZo &\Z2, 4-y7^0^>yJl/7$> (22^1) ^JOAT, $ 
"=>K^r£T"3 Oflf^Lfc. #r£B L ^^L«li^)^^ : &4 8mg, 

«6 4%Tf#£. 

'H-NMR (DMSO-d 6 , 4 0 OMHz) : 3. 9 7 (s. 3H). 3. 9 9 
(s, 3H), 4. 3 3 -4. 3 6 (m, 2H), 7. 08-7. 12 (m. 1H), 
7. 2 2 - 7. 2 8 (m, 2H), 7- 3 9 (s, 1H). 7. 4 2 - 7. 4 6 (m, 
1H). 7. 49 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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-8. 2 0 (m, 2H), 8. 5 6 (s. 1 H) 
St8##Hi (ESI-MS, m/z) : 501 (M + + 1) 

3;N-{2-gdO-4-r(6, 7-*J* b*is- 4-4^/1)- 

M ^-^->i7x-;i/} -n' - (2-hfu 2Jk*±M ^ut 

2-/70P-4- [(6, 7-^h*5/-4-*^yj-;W 7-U 
> (50mg) S^dd*AA (5ml), hUXW5>.(lml) fc»*L 
fcfc, ^□o^;PA(c^Lfeh'J^7.y> (4 5mg) SMT$IT3 0^ 
M«#L&. *C2- OWI^S/) eUv> (19m 1) £Jffl;LT. SSK 

6o^T" i mmmwLfz. Kmmzmmm^mi- h u ^a*^^*^ 

SiLT»&nfc9$S:^nD^A/^^y-;UTSWt-*HPLCtJ;D»« 
U *KD^M2 6mg, «3 7%Tt#fc. 

'H-NMR (CDC 1 3, 4 0 0MHz) : 3. 51 (s, 2H). 4. 07 (s, 
3H), 4. 0.7 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H), 7. 36 (d, J 
= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H). 
8. 3 8 - 8. 4 3 (m, 1H), 8. 56 (d, J = 9 . 0Hz, 1H), 8. 
64 (s, 1H), 13. 5 3 (s, 1H) 

f$S#tfrffi (E S I —MS, m/z) : 4 6 6 (M + + 1) 

5:N-{2-gcm-4-r(6, 7-f/^h^->- 4-^j-V>)~ 

)l) ^-^->17x-;i/} — N' - (4-7MQ7I-JI/) frU7 

2-^OD-4-[(6. 7-->** h^->-4-+^yj-;U) 7-'J 

> (5 0mg) £#DD*;i/A (5ml) £ig#Lfcf£, p-7MD7i^ 

■f Vis~7-y— V (2 1/il) &MT6 0gt'lHrWLfc. tfftti U/ti^»«r 
ftfcfrU S§itf>{t;&^£5 7rag, JR*8 1 

'H-NMR (DMSO-dfi, 4 0 OMH z) : 3. 9 8 (s , 3H), 3. 9 9 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J = 2. 4H 

z, 8. 8Hz, 1H). 7. 40 (s, 1H), 7. 48-7. 51 (m, 2H), 

7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 
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3 1 (s. 1 H), 8. 5 7 (s, 1H) 

mmfttirm (ES I -MS, m/z) :4 6 9 (M + + 1) 

H»W8 6 : N- { 2 □□- 4 -f (6, 7 - b*'>- 4 - 

)V) t^y17xZM — N' - (2-^h^x7i^) frl^7 

2-/700-4- [ (6> 7-^h*S/-4-*^y»Jz:;W 7->J 
> (5 0mg) £*na*;i,A (5ml) K:*»Lfc«. 2-/h + y7iz^ 
-fVyJt-h (24m 1) £to*T6 0«-CllSra»#Ufc. KJfc«ft:.**y 

-;u*jpa. ^on*;i/A/^^y-ji,-eaiB-r*HPLcc«fco«SL, saw 

fc£tt£3 9mg. IR3S5 4XTf§fc.. 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 90 (s. 3H), 3. 98 
(s, 3H), 3. 9 9 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 2 9 
(dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1H), 8. 09-8. 16 (m, 
2H), 8. 58 (s, 1H), 8. 9 6- 9. 0 2 (m, 2 H) 

(ES I -MS, m/z):4 18 (M + + 1) 
&ffigH8 7 : N- ( 2 □□- 4 -f (6, 7-v/ h*->- 4 z*±2l2i = 
;|/) ^^->17x^;U} -N' - (5-froo-2-eus^) frl-7 

2-/7o P _4_ [( 6> 7-^ h + x-4-+^- 4 /U^;i/) **~>] 7-'J 
> (5 Omg) A (5ml), h'Jl^7$> (1ml) fcJgJBL 

fcf£, *nn*;UACjg*¥Lfc.MJ#*y> (4 5mg) SMTifiT3 0» 
M«#Lfc. ^lC2-75y-5-^Doe'Jv> (2 3mg) £JD;L'T, £5 
II60«T 1 P$fHJffl#Lfc. S«:»HfiS«l^e**± h U ^A**at*lDiL^ □□ 
*;UAT«lfflU ^□□*;i,A®^te7jc^±H , JOAT^L7Co «EET»«E 
&S*LT#6nfc»$*i7Dn*;UA/^^y-;i/T?JSWjr-5HPLC»lJ:0«f 
SSL. IH©^M3 9mg ( iR$5 3 S6T?»Jfc. 

'H-NMR (DMSO-ds, 400MHz):3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s. 1H), 7. 4 3- 7. 4 8 (m, 1H), 7. 56 (s, 1 H), 7. 60 
(d. J = 2. 7Hz, 1H), 7. 91 (dd, 3 = 2. 7Hz, 9. 0Hz. 
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1H). 8. 35 (d. J = 8. 8Hz, 1H), 8. 40 (d, J = 2. 4Hz, 

1H), 8. 5 8 (s, 1H), 10. 1 7 (s, 1 H) 

WMftftte (E S I -MS, m/z) : 4 8 6 (M + + 1 ) 

£MM8 8 :N- {4-f (6, 7 -V*b*zs- 4-*W) =.)],) **->i- 

2-7Md7i-jh — n' -zfn^jyyuT 

4- [(6, 7-v* h + v-4-^^-y'J-Jl/) - 2-7^^0 7- 

U> (50mg) £2 (3ml). MJX?JU7$> (0. 3ml) £ 

i£fi?L£&. ^□□*;PA»C**LfchiJ*^y> (4 7mg) £Jn*T£fflT 

WtkWLtz. fcj&m\z*? J-)\,*1x\7L. 2 uwfc)\,Jx/ *9 J — frXMWtZ 
HPLC£«fc0tt8U *JB0ft£4fcfc9mg, JR*14*T»fc. 
'H-NMR (DMSO-d 6 , 4 0 0MHz): 50. 90 (t, J = 7. 6H 
z, 3H). 1. 4 3- 1. 4 9 (m. 2H). 3. 05-3. 10 (m, 2H), 
3. 97 (s. 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H). 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H). 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H). 8. 

2 8 - 8. 2 9 (m, 1H), 8. 5 5 (s, 1 H) 
SiMI (ES I-MS, m/z): 40 1 (M + +l) 

3fe«50ll8 9 : N-r/^-N' - (4-T (6. 7 -i?* b*~>- 4 -*j-V*J ~ 
)V) ttyl-2-7^D7iUH 91/7 

4- [(6, h + v-4-*^- < /U^;U) -2-7;^D7- 

'J> (50mg) 5^DDUA (3ml), h'Jl^7S> (0. 3ml) (I 
*Dn*;UAC8#UfcMJjft*y> (4 7mg) Sfti^TiflT 

3 0$Mfl«#Lfc. ^1375 1 ^7S> (24«l) ^iP^T, $ & (CgigT-fft 

PLCfc«fc0tt«U Ii©fb^^2 5mg, JR^3 8%Tl#7c. 
'H-NMR (DMSO-dfi, 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H). 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H). 3. 99 (s, 3H), 6. 58 (t. J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1 H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 5 5 (s, 1 H) 
ft»##r<I (ES I -MS, m/z) : 4 1 5 (M++ 1) 

^S6fflJ9 0 :N- (sec-7"^) ~N' - {4-f (6, 7-y^h^y-4- 
^^-7'J-;i/) ^yl-2-7MD7x-JH frU7 

4- [(6, 7-v* h + v-4-^^-yU-^) -2-7;^D7- 
•J > (5 Omg) £?pd*JUA (3m 1 ), h'JxW$> (0. 3ml) I; 
mMLtzWi. ?aa7ti)l,A\z®Bl<tzb>J*xy> (4 7mg) £iD;LT^&T 

3 0^mi*Lfe o ^{Csec-7^;i/7 5> (2 5/* 1) ZZlzMU 

•T-5HPLCHcfcD3ffKL, »ft^l2mg. «K^18%Tt#fc. 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 0 . 8 9 (t, J = 7. 6Hz. 

3H), 1. 08 (d. J = 6. 6Hz, 3H), 1. 3 9- 1. 4 8 (m. 2H), 

3. 5 8 - 3. 6 4 (m. 1H), 3. 97 (s, 3H). 3. 99 (s, 3H). 

6. 5 1 (d, J = 7. 6 Hz, 1H). 7. 0 4- 7. 0 8 (m, 1H), 7. 

30 (dd, J = 2. 4Hz, 11. 7Hz. 1H), 7. 39 (s, 1H), 7. 

54 (s, 1H), 8. 16-8. 22 (m. 2H), 8. 56 (s, 1 H) 
Ka##f{I (ES I -MS, m/z) : 4 1 5 (M + + 1) 
CTffiJ9 1 : N-7'J;i/-N' - (4-r (6, 7 - is * h4^>- 4 + U - 
JU) ^y1-2-7;i/tQ7x-J|/) frt/7 

4- [(6, 7-i/^ h + ^-4-+^-yj-;U) -2-7M07r 
U > (5 Omg) ££Od*;i/A (3ml). h 'JX^;U7 5 > (0. 3ml) \Z 
®ffiLfz'&, ^□0^;i/AlcMLAc h »J**y> (4 7mg) ^iP^T^fST 
3 0#|HJ«#Lfc. ^H7U;i/7 5>ig^ (3 Omg) StoAT. 

■fSHPLCfCckOMSJL, SI©lt^l8mg', iR^28%T'f#7to 
'H-NMR (DMSO-d«, 4 0 0MHz) : 3. 7 5 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m. 2H), 
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5. 8 4 - 5. 9 4 (m, 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6 - 7. 0 8 (m, 1H), 7. 3 0 - 7. 3 3 (m. 1H), 7. 3 9 (s, 
1H), 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1H). 8. 5 6 (s, 1H) 

MMfttitM (ESI-MS, m/z): 3 9 9 (M + + 1) 

nmM9 2 :N- {4-f (6, 7 -j/X h*is- 4 -*^/'J ~)V) ;f^>1- 

2-7MD7i-^| -n' - (2-yPbf_;i/) 

4- [(6, 7-^* h*i'-4-*+VV-)l') - 2-y)l*UT- 

'J > (5 Omg) ££DO*;UA (3m 1 ), h'Jl5 1 Jl'7$> (0. 3ml) I: 
i§fl?L£f£, ^PD^^Atc^Lfe h'J*7;y> (4 7mg) ^JnAT^rST' 
3 O^fl^Lfc. 'A^y'n^)l^)l7^>^mm. (2 9mg) ^Jjn^T, $ £ 

©£LTf#btt£8e£ AT&&U SII<Z)ft;£tl£ 2 1 mg , W3 

3%Tt#£. 

'H-NMR (DMSO-cU, 4 0 0MHz) : 3. 15 (t, J = 2. 4Hz, 
1H), 3. 91-3. 9 4. (ra, 2H), 3. 97 (s. 3H), 3. 99 (s, 
3H). 7. 07-7. 11 (m. 1H), 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 3 9 (s. 1H), 7. 54 (s, 1H). 8. 0 9-8. 
15 (m. 1H), 8. 4 7 - 8. 4 8 (m, 1H), 8. 5 6 (s, 1 H) 
nmtttirm (ESI-MS, m/z): 3 9 7 (M + + 1) 

MMM9 3 :N- (2, 4-y7Mn^>y;M -N' - (4-f (6. 7-y 
^ h^v-4-^^-V'J-;i/) t^y1-2-7^t07x^H frU7 

4- [(6, 7 -v.* h^^-4-*^7U~>'l') tf+v] -2-7^D7- 
'JX5 0mg) Wdd*M (3ml), h UX^T^ > (0. 3ml) I; 

^ A fC73fi?L/i h'J^/;y> (4 7mg) ^P^T^iST 

3 Oftfflm&Lfz. &\Z2, 4 -> J 7;U^D^>->*;U7a > (28/i I) SriP* 

Omg. JR2P2 6 
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'H-NMR (DMSO-di, 4 0 0MHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 34 (d. J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7.' 21-7. 27 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s. 1H)."8. 
12-8. 16 (m, 1H), 8. 4 6-8. 4 7 (m, 1H), 8. 5 5 (s, 
1H) 

MMftVrM (FD-MS, m/z):4 84 (M + ) 

CTftJ94 : N- (2, 4-^7MD7i^) -N' - (4-f (6, 7-v 

4- [(6, 7-v;< h + ^-4- + ^y>J^;i/) -2-7JWD7^ 
■J> (5 0mg) £^cm*Jl,A (3ml) <3^Lfe^, 2, A-'J-Jfritu 
^x-;KV->7^- h (29 tf 1) $riP^.T60gT-^it^Lfeo Ifrfcti Lfc^ 

&#LM<Z>fl;£tl£5 Orag, 1R^6 7%Tf#£. 
'H-NMR (DMSO-d., 40 0MHz) : 3. 98 (s, 3H), 3. 99 
(s, 3H), 7. 0 4- 7. 0 8 (m, 1H). 7. 13-7. 1 5 (m, 1H), 
7 . 2 9- 7. 4 0 (m, 3 H), 7 . 5 5 ( s , 1 H), -8 . 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7- 9. 0 4 (m, 2 H) 
WMI (ES I-MS,' m/z): 47 1 (M + +l) 
glMflJ9 5:N- (4-^f (6, 7 - V* H*»>- 4 ^jtTU ^-^^1- 
2-7J^D7xZ;M — N' - (2 -^^7x-;l>) frlx7 

4- [(6, 7-^* h + ^>-4-^^>/ij-;i,) *-^>] - 2 -7;u^-D7- 
•J> (5 0mg) (3ml) £8#Lfc&, o-FMMVi/ 

T-T-Y (30/r 1) £flDAT60&T--lft»#Lfc. SJft&fC;* * 7 -JU^Jnx., 

mg, JR^2 4%Tf#fc. 

'H-NMR (DMSO-d 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m. 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m. 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H). 8. 21-8. 26 (m, 1H), 8. 
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35 (s. 1H), 8. 57 (s, 1H), 9. 0 0- 9. 0 2 (m, 1 H) 
ft*##HI (ES I -MS, m/z) : 4 4 9 (M + + 1) 
H»J9 6 :N- (4-f (6, 7 - h*->- 4 -^^V/iJ -Jl/) sMf^l- 
2-7MD7x-JM — N' - (2 h^y7xZJ0 frl^7 

4- [(6, 7-^h*S/-4-*^l/U=;W -2-7W0 7^ 

U> (5 0mg) £^Dn*jUA (3ml) \Z®ffibftWi> 2-*h*^7x- 
MVy7t-h (32m 1) *JBAT60ST-ft«J*Lfc. S^ttt^^y- 

'H-NMR (DM S O — d s, 400MHz):3. 89 (s, 3H), 3. 98 
(s, 3H). 3. 99 (s, 3H). 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 4 0 (s. 1H), 
7. 5 6 (s, 1H), 8. 12-8. 1 5 (m. 1H), 8. 19-8. 2 5 (m. 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1 H), 9. 26-9. 
2 9 (m, 1 H) 

ff*##rfi (ES I -MS, m/z) : 4 6 5 (M + + 1) 

mmm9 7 :N- (4-f (6, 7-y/h^->-4-^t7U^) 

3-/f)i/7izji/| -n' -yoe;p^u7 

4- [(6, 7-v;* h^«>-4-^±yj-;i') -Z-*^)VT-y) 
> (5 0mg) £^DD*;i/A (3ml), hUX^U7 5> (0. 2ml) id?§ 
^□□*;UAlC?§fi?L7cMJ**y> (4 8mg) ^iD^tii&T3 
o#EHft#Lfc. ^{cyntr;i/7 = > (20 tf l) £Jn;LT, $5i:SflT-« 
ft#L;t. Kjfom\z*?;-)i,&]]Qz., ^□□^;i/A/^^y-;uT*Jiifi-rsH 

PLCfC«fcO»88L, Ii^M3 0mg, iR$4 7«Tf#fc. 
'H-NMR (DMSO-d,, 4 0 0MHz) : 6 0. 8 9 (t, J = 7. 5H 
z. 3H), 1. 41-1. 50 (m, 2H). 2. 03 (s, 3H), 3. 03- 
3. 0 8 (m. 2H), 3. 9 8 (s, 3H), 3. 9 9 (s, 3H), 6. 13 (t, 
J = 5. 4Hz, 1H), 7. 04 (d, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s. 1H), 7. 58 (s. 1H), 8. 39 (s, 1H), 8. 50 (s, 
1H) 

(ESI-MS, ra/z): 3 9 7 (M + +l) 
&8fefl¥9 8 :N-y^;|/-N' - (4-f (6, 7 ->?>C h=fr*>- 4 " 

4- [(6, 7-->*^ h*->-4-**\/U=;W - 3_*^7- y 

> (50mg) $^70D*;i/A (3ml), h'Jx5 1 ;i/75> (0. 2ml) fcig 
fi?L7c&. ^o^MtilWcHJ^yv (4 8mg) $JnAT^iST3 
O^Mft^Lfc. ^13^1/75 > (24/* 1) MAT. S6lcMT-tt« 

CCfcOMKU 8B©^ttS3 1mg, »4 7%Tt#fe. 
1 H — N M R (DMSO-de, 4 0 0MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9- 1. 4 6 (m. 4H), 2. 03 (s, 3H). 3. 07- 
3. 12 (m, 2H), 3. 9 8 (s, 3H), 3. 9 9 (s. 3H), 6. 11 (t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, J=2. 3Hz, 8. 5Hz. 1H). 7. 36 (d, J = 2. 4Hz, 1H). 
7. 38 (s, 1H), 7. 5 8 (s. 1 H), 8. 3 9 (s, 1H), 8. 5 1 (s. 
1H) 

3?fi##rM (ES I -MS. m/z) : 4 1 1 (M + + 1) 

&8I50U9 9 : N- (2. 4-y7MD7i-^) -N* - {4-f (6. 7 - 

^ b*is- 4 -*j-V*J =.)],) ttyl-3-^^7x-JH frl^7 

4- [(6. h**>-4-*^/U=;W - 3-/f^7ZU 

> (5 0mg) £^OD*;UA (3ml) KiSflPLfclfc. 2, 4-y7MD7 

iz;Kvx7t-h (2 3m i) ^ip^x. -mmmmffibtz. mthLtcm^ 

Zmm* ft&L, Sfltf){fc£#l£5 9rag. iR¥7 9*Tf»£. 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 07 (s. 3H). 3. 99 
(s, 3H). 3. 99 (s. 3H). 7. 0 3 - 7. 0 8 (m. 1H). 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m. 2H). 7. 39 (s. 

1H), 7. 43 (d. J = 2. 4Hz. 1H). 7. 60 (s, 1H), 8. 07 
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-8. 14 (m. 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
nmtttirm (ES I -MS, m/z) : 4 6 7 (M + + 1) 

0 0 : N- (4-r (6, 4-*j-*SV =.)[,) ^->1 

- 3 -/^7x"Jl/) — N* - (4-7;U^-D7x-J|/) frl^7 

4- [(6. 7-^ h + ^-4-+±VU-;P) -3-p<^T-'J 
> (5 0mg) £?Dn*;UA (3ml) p-7J^D7i^ 
-iVi/7lr- V (2 2 til) ZtiQZT* -tt^MLfc. fftiSLfe^^^TO. 
#fc#U ^mo)it^^4 2mg, iR^5 8%Tf#feo 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 07 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd. J = 2. 4Hz, 8. 5Hz, 1H). 7. 39 (s, 1H), 7. 43 
(d, J = 2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m. 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H); 8. 66 (s, 1H), 8. 70 (s, 1 H) 
M#4JHi (ES I -MS, m/z) : 4 4 9 (M + + 1) 
HMffll 0 1 : N- (4-f (6. 7-1?* 4 -*jr*/\)-)\,) 

- 3 -^^7i-Jb) — N' - (2-^h4 1 y7x^) frl^7 

4- [(6, 7 -x* h + x-4-^^y i J-;i/) -3-*5M/7-'J 
> (5 0mg) £*cm*JI,A (3ml) \zmMLtz'&, 2-^h + y7i-^ 
-fV^7t-h (26// 1) ZtUZT. -mmwfaLfzo Ri&mz*? 

W41mg, iK^5 5%Tt#fc. 

'H-NMR (DMSO-de, 400MHz) : 6 2. 0 7 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J = 8. 5H 
z, 1H). 7. 35 (dd, J = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d. J = 2. 4Hz, 1H), 7. 60 (s, 1H). 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

nm^nm (es i - ms, m/ Z ) : 4 6 1 (m*+ 1) 
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mmmio2 .-n- u-r (6, i-v* y*^-4-*^/*)-m ^->i 
-2-/^7i-jw — n' -yoe;i/^u7 

4- [(6, 7-v* h + -2-^)l7-V 
> (5 Omg) 2:^do^;PA (3ml), MJX3\M/75> (0. 2ml) \z® 
BVtc&> t> na*)\,AtZ®mLfcb 'J*xy> (4 8mg) SrjDATmSTS 
o#w»#L&. ^{zyntr;P7^> (20^1) ZtiUZT. ££fCgiST-l!& 

PLC\z£K>mML> ilOfb^tli&aOmg, TO4 7%T-f#/i. 
'H — NMR (DMSO-ds, 4 0 0MHz) : 5 0. 9 0 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d. J = 2. 7Hz, 1H), 7. 37 (s, 1H). 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

mmfttfrm (es i -ms, m/ Z ) .-397 (m + + d 

0 3 : N-^;i/-N' - {4-r (6, 7 h^->- 4 -^'/'J 

4- [(6, 7 -V* b*i/-4-* + V')-)U) -2-^5 1 ;i/7-'J 
> (5 Omg) £^pp*;UA (3m 1). h'jxf^7 5> (0. 2ml) \Z® 
$L7ci£, ^ p P^kMCjgfiPLfc MJ**y> (4 8mg) ^1)BXXMiBiX3 
O^mmWLtz. &\ZZf3-)V7^> (2 All 1) SADAT. $ <=> (C^iST— I!*® 
#Lfc. Kl&mz*5> y-)V*mX, ^PP^^A/y^Z-^-CS^T'SHPL 
C(Cct0MSS!L, Sii<?)ft&tl£3 7mg, TO 5 6 %T-f#£. 
'H — NMR (DMSO-d«, 4 0 0MHz): (5 0. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s. 3H). 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s. 1H) 

§ffi##Hi. (ES I -MS, m/z) : 4 1 1 (M + +l) 

glMffJ 1 0 4 : N- (2, 4-y7M07i-JW -N' - {4-f (6. 7- 

-^^ K^->-4-^^-'/'J-;l/) t^->l-2-/Wi-;M frl-7 

4- [(6. 7-^*^ h+x-4-^yu^;P) -2-^^;i/7-U 
> (5 0mg) £^DD*;i,A (3ml) £i§fl?L7c&. 2, 4-y7MD7 
x-;KV->T^— h (23/! 1) £Jn*_T, -ttM^L/to *ftBL7c^^ B 

'H-NMR (DMSO-ds, 400 MHz): 2. 29 (s. 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9- 7. 3 5 (m. 1H),' 7. 38 (s, 

1H), 7. 55 (s, 1H). 7. 8 7 - 7. 9 0 (m. 1H), 8. 13-8.. 

19 (m, 1H), 8. 3 6-8. 3 9 (m, 1H). 8. 55 (s, 1H), 8. 

9 2 -8. 9 5 (m, 1 H) 

ff*#trtt (ES I -MS, m/z) : 4 6 7 (M + + 1) 

&»0»11O5;N- (4-f (6, 7 -v* h*'>- 4 ~M ^=^->1 

-2-^f^7z_;H — N' - (4-7MD7xZJl/) frl/7 

4- [(6, 1 -V*Y*is-4-*^/V-)\,) -2-^5 1 ;U7^'J 
> (5 0mg) £^PP*JI/A (3ml) fZjg^Lfc^, p-7il^tD7x^ 
< 7~>7^- h(22/il) £fiD*T. -MSAjlBttLfc. ^ftiiL7t^ B ^^, 

'H-NMR (DMSO-d 8 , 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 

(s, 3H). 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H). 7. 38 

(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m, 1 H) 

Jt*##HI (E S I -MS, m/z) : 4 4 9 (M*+ 1 ) 

gmmi 0 6 : N- (4-f (6, 7-v* -)p 
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-2-*^;U7x_JU} — n' - (2-^hty7x^) -7U7 

4- [(6. h*'>-4-*±V'J-;i/) -2-^^7->J 

> (5 0mg) ££no*;|,A (3ml) ££#Ljfc!& 2 h^f>7 X -;U 
<V->7t— h (2 6m 1) £iQx.T. -%jbn^ig«ELfc. WfflLfc&llSaNft, 
8fc£U Umoit^^l Omg. W9 5%T?#fc. 
•H-NMR (DMSO-d,, 4 0 0MHz) : 2. 29 (s, 3H), 3. 90 
(s. 3H). 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m. 2H), 7. 0 2 - 7. 0 4 (m, 1H), 7. 08 (dd, J=2. 9H 
z, 8. 8Hz. 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1H), 8. 58 (s. 1H), 8. 61 
- 8 . 6 2 (m, 1 H) 

R»##Hi (E S I -MS. m/z) : 46 1 (M + + 1) 

mmmi 0 7 : N- {4-r (6, 7->>;* 4 -^^7 U _;t/) ^->1 

- 2 -zhD7xzj[/| — n' -yae^^uy 

4- [(6, 7-v* K + ->-4-+^-yUz:;i/) -2-~ hD7-'J 

> (50mg) ^^DD^Jl/A (10ml), h 'J X3MU7 5 > ( 0 . 2ml) K 
^DO^MIMUchiJ^yy (43mg) ZtiU^T^Ur 
3 0^^Lfeo ^(iyDtf;i/7 5> (18tfl) £3D;tT> 

HPLClZcfcOIS®!L> &M<Dit£®$:2 4mg, iK^3 8%T#£. 
'H-NMR (DMSO-de, 400 MHz): 50. 91 (t. J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H). 3. 0 6- 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s. 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 

8. 06 (m. 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 

9. 3 5 (s, 1 H) 

M&fttirm (ES I -MS, m/z) : 4 2 8 (M + + 1) 

mmmi 0 8 : N-7*5MU-N' - {4-f (6, 7 y - 4 -*£r/U 
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4- [(6, h + v-4-+^yj^;i/) -2-~ hD7-iJ 

> (5 Omg) ££rnD*;PA (10ml), MJx?MU75> (0. 2ml) {z 

mmvtzm, i?nn*j\,2±\z®mLtzbv**y> (4 3mg) zmzTMux- 

PLCfCcfc9*jfglU SIWf^MlSmg, »2 3%Tf#£. 
'H-NMR (DMSO-d 6 , 4 0 0MHz): 60. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H). 7. 4 0 (s , 1 H), 7. 5 1 (b 
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J=2. 9Hz, 9. 3H 
z. 1H), 8. 05 (d. J = 2. 9Hz, 1 H), 8. 40 (d, J = 9. 2 

Hz. 1H). 8. 57 (s, 1H), 9. 35 (s. 1 H) 

ff«##HI (ES I -MS. m/z) : 4 4 2 (M + + 1) 

0 9 : N- (2 -//□□-4-f (6, 7-y^ h^->- 4 ±V 'J 

N- l2-^00-4-[ (6, h*^- 4 U XJI,) 

7x~;H -n' -7°De;i/0!/7 (1 0 Omg) ^|*7^7kh*077> (3 
Oml) \Z®ML. AMit-fWyj* (6 0wt%, 8 8mg) ^JnAT^jST 

i 5^r B uti($L/co ^^cmy^M^x-^i/ (6 in i) ^so^t. £ 

iliLfe. ^DP*;PA/I£&7j<M&^HJ0AT&i£U M/ETj£$££®£LT 
t# £ ttTcSI £ £ ^7 □ □ *;t, a/* * y -;i/T-Jl^T^>HPLC(3 =fc OflfgSL. £jg 
<7Xb£$&£ 1 8mg. iR^18%Tf#fc« 

'H-NMR (DMSO-d 0 , 4 0 0MHz) : 60. 89 (t. J = 7. 6H 
z. 3H). 1. 4 6 - 1. 5 5 (m. 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H). 4. 07 (s, 3H), 4. 08 (s, 3H). 4. 54 (br, 2 
H). 7. 29 (dd. J=2. 7Hz, 8. 5Hz. 1 H). 7. 37 (s. 1 
H). 7. 47 (d, J = 8. 8Hz, 1H). 7. 50 (s, 1H). 7. 50 (d. 
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J = 2. 7Hz, 1H), 8. 6 6 (s. 1 H) 
SI*##r<I (ES I -MS, m/z) : 46 1 (M + + 1) 
||jj|gy 1 0 : N-J-b^Jlz-N- {2-^7DD-4-r(6, 7-ypt ^^:>- 
4-^:^-v"J-;^) ^-^f>i7x-;p} — n' -7n¥)WUT 

N- (2-^DO-4-[ (6, 7-^^^-4-^/'Jzjl,) 
7x-;l/} -n' -yotf;U->l/7 (1 0 Omg) ^^TK^K^h KP7^> (3 
Oml) \Z®ML, ^miti-h'JOA (60wtX, 88mg) ^MlIST 
1 SfifmWLtz. *l:M7t^ (63M) ftiDAT* £ £>K^&T2 B# 

^ A E ft ^7jcfift^ th'J^A^U «JETfcttt ft g£ UT» & <afc» S ft ^ 
□ □sfc^A/7-b h>T'MP^f SHPLCt«fcO«faS(L, M©-fk^«ft2 7mg, 
JR*2 6 

'H-NMR (DMSO-de, 400 MHz): 50. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m. 2H), 4. 07 (s, 3H). 4. 08 (s, 3H), 7. 31- 
7. 33 (m. 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H). 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1H) 

»S#tfrl£ (ES I -MS, m/z) : 4 5 9 (M + + 1) 

11 : N' ~ (2-^DD-4-f (6, 7 -v* h^21ZL±Z±±V 

2-?cm-4-[(6, 7-v* h*->- 4 -*:>->/'J -;u) 7-U 
> (56mg) ft^DDTt^A (4ml), MJX3^P75> (0. 3ml) tig 
*nD*JkMc8#UfcHJ**y> (5 Omg) ftiD^.T^fST3 

o#M#Lfc. ^icN-^5 1 ;U7 p Dif;i/7$> (2 6d i) ftjn^x. $bi: 
^ST1B#M#L£. JSJ5£;^(c^^y-;i/ftj!ioA, ^ao*;i/A/^y-;u 
TJRWrSHPLCtC«fcO»«IL. 8*Kft«£LTft£nfc*Saft^*ir>Tifcfc 
U «e©fb^t)ft4 2mg. JR$5 8*Tf#fc; 

'H-NMR (DMSO-de, 400 MHz): 00. 99 (t, J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m. 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H). 4. 07 (s, 3H). 4. 08 (s, 3H). 7. 00 
(s. 1H), 7. 17 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d. J = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1H), 8. 
41 (d, J = 9. 0Hz, 1H). 8. 64 (s, 1 H) 
S*#tfrfi (ES I -MS, m/z) : 4 3 1 (M + + 1) 

12 :N' - {2-£dP-4-r(6. h=fc->- 4 z *±±/_ 

U-;U) ^-^->17x_;i/} -N-X^-N-7Dtf;t/fr U7 

2 -/7 nn -4- [(6. 7-v* h + ">-4-*^-»/'J-;W **^] 7~ U 
> (80mg) £^PD*;i/A (3ml), h'JXW5> (0. 3ml) \Zfe 
MLtz'&. ?nnft)\,Aizmmbfzh > )*X5 1 > (7 2mg) ^nATifiTl 
5^»LL ^fCN-X^Uyo^l/TS > (44// 1) £jJD;LT, ££tl 

^i£-?3 o S«fc^^y-;u^jp^., ^□p*;ua/^/- 

#U %m(Dit'£M$:4 Omg, 3 7 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1. 00 (t, J = 7. 3H 

z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 

2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7 . 1Hz, 

2H). 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s. 1H). 7. 

17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, J = 2. 7H 

z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J = 9. 

0Hz. 1H), 8.6 3 (s, 1H) 

nmfttirm (ES I -MS, m/z) : 44 5 (M*+ 1) 

£MM1 13 :N' - [2-QUU- A-\ (6, 7 K^->-4-^:>-y 

■j-;u) ^-^vi7x-;u} — n, N-y-/Dbf;u^U7 

2-*OD-4-[(6, 7 h^v-4-^^7 l Jx;U) 7- U 

> (lOOmg) $^do$J|/A (3ml), hUlWS> (0. 3ml) I; 
?g£?L£f£. ^PP*;UA(C}gfl?L/r h'J**y> (9 0mg) £iD;LTgST 
15#lffl«8#Lfc. ^(C^7*ne;U7 5> (6 2m 1) ZlBXT, ^^CliST 
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3 Oftffltg&Ltz. Kfcmzt? y-)\,&mz., Zuu-fcfrl*/ j-)\,T?fe 
SjgtfXb£#j£ 4 8mg, W3 5%Tifc. 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 99 (t, J = 7. 3H 
z, 6H), 1. 66-1. 7.6 (m, 4H), 3. 32 (t. J = 7. 8Hz. 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, J = 2. 7Hz. 9. 3Hz, 1H). 7. 31 (d, J = 2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8.6 3 (s, 1H) 

SIMffl (ES I -MS, m/z) : 4 5 9 (M + + 1) 

mMMl 1 4 : N-y^-N' ~ {2-^7DD-4-f (6, 7-ypt h*->- 

4-^^-yj-;i/) ^-^->i7x-;i/} -N-^jufrixT 

> (80mg) £^Da*Jhk (3ml). HJX3MU7=> (0. 3ml) 
fi?Lfc^ ^□D*J|/A{:i§iLfchiJ*7y> (7 2mg) ^DtLT^T 5 1 
5#™#L£„ &\ZK-*?-)l7?-)VT*y (4 3^1) £*n;LT, £b(3^ 

U ^m<Di^^2 6mg, iK^2 4%Tf#7to 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 0. 99 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1/ 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz. 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s. 1H). 7. 17 (dd. J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 (s . 1 H) 

ffS##HI (ES I -MS. m/z) : 4 4 5 (M + + 1) 

^t&Ml 15:N'-(2-£DD-4-r(6, K^->-4-=^±'/ 



'J-;i/) t^yl7i_JI/) — N— (4 □D7x~;i/) ~N~^f 
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2-/700-4- [( 6( j-p* h + x-4-^V'J-;P) Or*is] 7~ U 
> (80mg) S^DD^M (3ml), hUx^7S> (0. 3ml) fc» 
ffiLfz&i* ?nu*)l,&lzmBLfzb*)*Ztr> (7 2mg) ^iDAT^-ei 
5#fSim#L£:. ^l3 4-^Dn-N-/^;i/7^'J> (35w 1) $JoAT, 

/-;i/TM^-rsHPLc{i«toMi!L> M^©SLTt#btifc^ H ^x-x;u 

TSfc&L, mm<Dit&V!}$: 8 3mg, »6 9%Tf#£. 
'H-NMR (DMSO-d 6j 4 0 OMHz) : 3. 36 (s. 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s. 1H), 7.- 17 (dd, J 
= 2. 7Hz, 9. OHz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d. 
J = 9. OHz. 1H). 8. 6 1 (s, 1H) 
ftfi##rM (ES I -MS, m/z) : 4 9 9 (M + + 1) 
HMffil 116 :N' -(2-^aa-4- [(6, 7-y^ h*->- 4 -*j-V*J 
^->3 7I-M-N, N-yXWI/7 
2_/7p D _4_ [ (6i y-->^ h + y-4-+t , /'J^) 7- 'J 

>(5 0mg) ^dp*^A (2ml), HUx^;U7S>(0. 5ml) 
A¥Ufc». £OD*^A(ci£«L£ MJ*7.y> (4 8mg) £in*TMT3 
0#|5iHS#Lfc. ;j:(;ylW$> (0. 5ml) £flD;tT, £bK^fiT- 

HPLCICJ; 9*S®!U gl©ft^3 7mg, iK^9 3%Tt#£« 
'H-NMR (CDC 1 3, 4 0 OMHz) : <5 1. 30 (t, J = 7. 1Hz, 
6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 
0 (s, 3H), 7. 16 (dd. J = 2. 7Hz, 9. OHz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J=2. 7Hz, 1 H), 7. 59 (s, 1H), 
8. 15 (s,. 1H). 8. 48 (d. J = 9. OHz. 1H), 8. 81 (s. 
1H) 

nmftffim (es i -ms. m/ Z ) .• 4 3 1 (m + + d 

HfiSfflJl 17 :N-(2-^ao-4- [(6, >- 4 -sfc^'/'J ~ 
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2-£DD-4-[(6, 7-v* h=^y-4-WJ^W 7-U 
> (50rag) J^dd^ (2ml), h l JX5 1 ;i/75> (0. 5ml) l:g 
^on^;i/Alw^»LfchU*^y> (4 8mg) *JpATMT3 
0#Wlit#Lfc. Jfcfc- 7 8g(CftiPU ^^;U7 5>lfi»ifi (13 0mg) * 

rag. 4P£7 0 %T1#£o 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 6 2. 68 (d, J=4.4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6- 6. 8 8 (m, 
1H), 7. 21 (del, J = 2. 7Hz. 9. 0Hz, 1H), 7. 37 (s. 
1H), 7. 43 (d, J = 2. 7Hz. 1H). 7. 53 (s, 1H), 8. 07 
(s. 1H), 8. 17 (d. J = 9. 0Hz. 1H), 8. 54 (s, 1 H) 

11M (ESI-MS, m/z): 3 8 9 (MHl) 

mmWl 18 : N' -{2-?DD-4- [(6. 7->»j* 

2_/7oo_4_ [( 6 , 7 -v/ K^^-4-+± > /U^;P) 7-U 
> (5 0mg) £^no*;UA (2ml). h UX^;i/7 5 > (0. 5ml) Kjg 
fi?L£f&, Pan-fc)\,&iZ®ffiLtzhV*Zy> (4 8mg) £Jn;iT^i£T3 
0$jf4J!K#Ufc. 7 8S(C^SilL. S^^PTS >*&®i& (2 5 0mg) 

£in;L«?-©*3;#Mau SSfcSa-p-ttitfi/t. M«tc^^y-;u^ija^, 

mg, JR*5 3 *Tf#fc. 

'H-NMR (CDC 1 4 0 0MHz) : 6 3. 11 (s, 6H), 4. 1 2 (s. 
3H). 4. 20 (s, 3H). 7. 05 (s. 1H). 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 4Hz, 1H). 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 (s . 1 H) 

Sf*##HI (ES I -MS, m/z) : 4 0 3 (M*+ l) 
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19:N-(2-7DD-4-{[6-* b^ris- 7 —(3 --^JU^'J / 
7 p g^^^-4-^^-yu-;u] 7x~;i/) — n' -7°o£;i/7Ur 

N-{2-^00-4-[(7-kh'0^y-6-^ h=^->- 4 -*±l/U -JP) 
7x~;H - N' -7*ne;U9l/7 (7 5rag), p^TJU^A (5 lm 
g), 1,3 -v7*D ; E7 P DA , > (7 6 wl) $N,N-y^f F (4m 

i£&£g£LTt#£ft£8l££x-x;PTft#U N— (4- {[7- (3-7*D 
^yD5j?+i» -6-/ h + y-4-+t7Uz;i,] -2-^DD7i 
XJP) -N" -7°Olf;i,7^7£7 4mg, «7 8%Tf#£ 0 f#e>nfc+TO 
(74mg). j^TJ'J^A (5lmg), ^E^U^U > (13 Owl) $rN,N-v/^ 
H (4ml) l:^llzgT?-»Lfc. «ffiTiI5SSlT 

U ^fI<Dfc£tl£4 9mg, )K^6 3%Tf#fc 0 

'H-NMR (CDC 1 3, 4 0 0MHz) : 60. 89 (t, J = 7. 44Hz. 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6 . 83Hz, 1 
H), 2. 3 3- 2. 4 9 (m, 4H), 3. 0 4- 3. 0 9 (m, 2H). 3. 3 
2-3. 38 (m, 4H), 3. 5 2 - 3. 6 8 (m, 3H), 4. 03 (s, 3 
H), 4. 2 3-4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1H). 
6. 98 (t. J = 5. 49Hz, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H). 7. 46 (d, J = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz, 1H). 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, J = 4. 39Hz, 1 H) 
nmfttirM (ES I -MS, m/z) : 5 2 9 (M + ) 

^mm \ 20. -N- (2 -7 □□- 4 - ([6- / 7 -( 2 -^Jl/frU / 

xh^-»-4-^^-yj-;u3 7x_;u) -n' -7 , pe;i/'7U7 

N-{2-7oo-4-[(7-tKD + v-6-^ h + y-4- + t , /U^) 
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7iUH -N' --fuMfrWT (7 2mg). mmtiVVA (3 0m 
g). l,2-y7nW> (6 2 Ml) 5N,N-y7?WA7a H (4m 1 ) 

giLTllbnfcS^Jx-f^Tft#L. N- (4- {[7- 

-6 h + i>-4-+^-l/'J-;H - 2 -^7DD7x-;i/) - 

N* -yPtf;i/^ 1/7*4 0mg> JR^4 5 %Tf#£. fc^nfetlHH* (4 5mg)» 
JfcKrt'JtfA (3 0mg), *;P*»J> (8 0 Ml) $N,N-y7fM^A7$ 
K (2ml) \Z®BL£&T*-m®Wl'tc. iETii^SSLTfHtl^^ 

h 'J !>ATe*l/. METi§$£g£ LTm<btltzm2ZZ a a MA/ 

tl£4 2mg, W5 6%Tt#fc. 

'H-NMR (CDC 1 3, 4 0 0 MHz) : fi 0. 89 (t, J = 7. 32Hz. 
3H). 1. 4 3- 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H), 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9- 3. 3 6 (m, 4H). 3. 5 3 (m, 1H), 3. 

5 7 - 3. 5 9 (m, 2H), 3. 96 (s, 3H). 4. 31 (t, J = 5. 8 
5Hz, 1H). 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H). 7. 
41 (s, 1H), 7. 4 6 - 7. 4 7 (m. 1H). 7. 55 (d, J = 12. 

6 9Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 5 5 (d, J = 5. 3 7Hz, 1H). 

Sfi^tfffi (ES I -MS, m/z) : 5 1 7 (M + + 1) 
Hf&flHl 21 : N- (2-^DD-4- {[7 - f3-fc Kd^v7°D^^v)- 
6-^ h^r->-4 -^r-^-i/U — ;u] ■**>>} 7x~;i/) ~N' - 7*b fc^l/fr 1^7 
N-{ 2 - ^□□-4-[(7 -t HD*-> - 6 h + ->-4-^^-VU-;i/) 
**^] 7i-JH — N' -yohf;P9U-7 (5 5mg) ,&S6#'J£A (2 0 
mg), 3 -yot- 1 -7*DAV-;U (6 2 Ml) ^N.N-y^^MMT 
= K (4ml) (Cf§^LSrST3^TO}$Lrco «ffiTiS«&£S5feLT»«&ttfc 
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^'J*y;^PVh^77^-t«k0l»»L. %me><t£®$: 2 5mg, iK^4 

'H-NMR (CDCl 5 ,4 0 0MHz): (5 0. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3- 1. 5 2 (m, 2H), 1. 97 (t, 
J = 6. 22Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 
1 (m, 2H), 3. 97 (s. 3H). 4. 27 (m, 2H), 6. 99 (t. J 
= 5. 62Hz, 1H), 7. 23 (dd. J = 2, 6 8, 9. 0 3Hz, 1H). 
7. 38 (d, J = 9. 03Hz, 1H), 7. 47 (d. J = 2. 68Hz, 1 
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1H), 8.5 5 (s. 1H) 

(ES I-MS, m/z): 46 1 (M + +l) 
mMMl 22 : N- (2 -^dd-4- ([7 - (2-b h'atyihty) - 6 
h^->-4-^^--/'j-;i/] ^-^f>} 7x-;i/) -N' -7n¥)U<yuT 
N-(2-^op-4-[(7-th'n*y- 6 - ^ h + y-4- + tyji:jW 
7i-JH -N* -yae;U^7!x7 (50mg), mm* U (3 0m 
g). X^U^Dtt h*U> (4 4 Ml) ^N,N-y7fM^A7$h' (4 
mi) l3»Liigt3BIWLt MET7g&£g£LTI#bnfcSI£(l7j< 

Ti£$ LT*§ b ta£?M & ^ o □ *;i,A/* * / -;UTJ1F^1-^ -> >J ft? 
IVtu-Tb??? <<-\z&V)ffimV. McDfl^5£ 1 2mg> W2 2%TH 

a 

'H-NMR (CDC 1 ,, 4 0 0 MHz) : 5 0. 91 (t. J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H). 3. 98 (s, 3H). 4. 22 (t, J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1 H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J=2. 68Hz, 1H), 7. 55 (s, 
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1H). 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

MM##tM (ES I -MS, m/z) : 4 4 7 (M + + 1) 

%ffiflj|l 23. -N- (2 -ftpp-4 - {f 6 h^->- 7 - (4-faf'J> ? ;i/ 

*h*'» -4-^±l/U-JM^-»'» 7i-;M -N' -ya^l/^U-T 

(N— ( 2 -£PP-4-[ (7-th'0 + y-6-^| + y-4- + t 
yiJ-;U) t^->]7iZJH - N ' -yotr^UT, 80mg) ,«*'J^A 
(l38mgh 4-^DD^5 t ;UtrU^>^ffi (4img) £N,N-vpWl,* 
;UA7=K (lml) lML80tT3Str B WLf Ct Srt?S^«jH7K*Sn>L, 
^□d*M-^d/V-;P (3/1) TjfifcBLfc. HJtf 
Alr^ilL, aETWgSLTll^tl^^HPLCCTaSL, &jB<Z> 

'H-NMR (CDCh, 4 0 0MHz) : 50. 9 6 (t, J = 7. 6 Hz. 3H). 
1. 5 3- 1. 6 4 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z. 2H). 4. 07 (s. 3H). 5. 32 (s, 2H), 6. 66 (s. 1H). 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s. 1H), 
7. 29 (d, J = 2. 7Hz, 1H). 7. 41 (d, J = 5. 9Hz. 2H), 
7. 54 (s, 1H), 8. 24 (d. J = 9. 0Hz, 1H). 8. 59 (s, 
1H). 8. 6 3 (d, J =6. 1 Hz, 2H) 
nmfttirm (ESI-MS, m/z) :4 9 4 (M + + 1) 

mmmi 2 4 : N-r2 -gpp-4- ((6-* h*->-7- [(5-^;^u 

N-|2-^DD-4-[(7-tHD^y-6-^ h+y-4-^/ l JrjP) 
7izJH — N' -yotf;P^I/7 (7 Omg), «K* 'J (3 0m 
g), ^>^^f ^>7'D7-f K (8 0 Ml) ^N.N-y/fMJI/ATSH (5 
ml) K**LMT3WHIfl«#l,fc. «ET8&£S5feLT$Sftfc8l${::* 

Ti$&£l££LTf#£nfcg|££x-- T)lT'titfrL> N — [4 - ({7 - (5-7 
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□ □7x-;u] -n'. -^Ptf;i/^ uj£4 3 m g , jrsm 6 xTiifc. t#e>n 

fe+faW (4 3ragK 0^#»J7A (3 0mgK ^;U*U> (7 0 Ml) £N,N 
-y^fWATSH (4ml) CgibifiT-WLf:. M£T?g&£ 
S^UT^e>nfcJi${3tSfil^7K^^- h U 7A7Kjg&£;&oA7oa*;i/A-e$ 

»3 o njfr^A/* 7 /-;UTJR§Bf<5 x >J #y>7 DT h 7*7 7 * - {let 

'H-NMR (CDC 1 3, 4 0 0MHz): 31. 71 (t, J = 7. 32Hz, 
3H). 2. 28 (t, J = 7. 20Hz, 2H), 2. 63 (m. 2H), 3. 0 
8-3. i4 (m. 5H), 3. 29~3. 30 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m. 2H), 4. 36 (t, 
J = 4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H). 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J = 2. 68Hz. 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d. J = 2. 68Hz. 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H). 9. 00 (d. J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
Mfi#«TfI (ES I -MS, m/z) : 5 5 9 <M* + 1) 

HflSgUl 25 : N- {2-^DD-4-f(6-^K4 1 ->-7 - {f5- (ltf- 
1, 2, 3 - HJ77-,>u- l -<;u) ^yj-M-**i/) -4-*j-W-)V) 
t»->i7x^} - N ' -7°oe;U7l/7 

h»J7 4 /-;K0.41ml), 1 5 -7DQ^>7> (1.0ml) » 3-)ftf 

h7^>»l/7> : E-^A (lOmgh fccfctfSMTKitfl^hU^A?*^ (lml) 
£7irh> (10ml) CilgL. 50'CT*18^WLfe. £lSi8£4&£;ic£jD;t. 

«L. +W# (390mg) 

m® (N - {2-7DO-4-[ (7-th*b^y-6-^h + y-4-+t 1 / 
»J-;U) t+y]7i-JH -N' 80m g) .M^'JOA (l 
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38mg), fflftDf'Mtt (52mg) ^N,N-y/fMM7$ F (lm 1 ) tZ 

»»Li20t:T5P»lHHi»Lfc. fi*«^«K:**lnA, ^□□jM'A-^d/v 

(3/1) Tft&HJLfc. WM£&fcKffi8±hU£ATSj»U MJ£T« 
fc«*LTft&ftfc»3£HPLCK:TllWlj U «S©{t#!»*4lmg, W 

'H-NMR (CDCh, 4 0 OMHz) : <5 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0-2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s. 3H), 4. 17 (t, 
J = 6. 6Hz. 2H). 4. 44 (t. J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s. 1H), 7. 14 (dd, J=2. 7Hz, 9. 
OHz, 1H), 7. 25 (s, 1H). 7. 29 (d. J=2. 7Hz, 1H). 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H). 8. 23 (d, 
J = 9. OHz, 1H). 8. 5 8 (s. 1 H) 
Stfi##rM (E S I -MS, m/z) : 5 4 0 (M + + 1) 

26 :N' - (2-^PP-4- {f6-^h^->-7 - 

7 

(N ' - (2-^7DP-4-[ (7-th'D + y-6-/h + y-4- + 
^-y>J-;U) t*y]7i-JH -N, N-yIfWl/7, 83mg) 

(I38mg). 4- 9 uu WJ>1jLm.£. (49mg) fcN.N-v*?- 

;wk&7s h dmi) izmmbmaT-MmftLtc. Kfoms®iz*zm 

2uu*)\,U-?unj -)V (3/1) TfflttiLfco *r«S*«l*fi6K^h 
■J^ATKiL. »ffiT*»«r«SUTfl'&tlfe38l**HPLC»CTli«L, Bt 
j!tf>fc-&tj£57mg> 'K$56%Tf#£. 

■H-NMR (CDCh, 400 MHz): (51. 26 (t. J = 7. 3Hz, 6H). 
3. 41 (q, 1 = 1. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s. 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 
1H), 7. 27 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H). 8. 37 (d, J = 9. 
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0Hz, 1H). 8. 58 (s, 1H), 8. 63 (d. J = 5. 9Hz, 2H) 
»»##tM (ESI-MS, m/z): 5 0 8 (M + + 1) 

£ffifl!ll 27 :N-(2-£DD-4-{[6- / K=Ev-7- (4-^EJWJ J 
7b*is) -4-*j-VV=.)\,] y^-jl) — N ' -7afcfjl/frU7 

N-{ 2 -^□□-4-[(7 -fc h*->- 4 - + »/U -JU) 

7x-;H -N' -7°PtT^^l/7 (70mg), 'J >7A (3 0m 

g), ^>**^1/>7d=K (8 0^1) $N,N-y7?M^A75H (5 
ml) Cg|LiST3WU;, IffTilJSJ LT#e>nfc^^ H?K 

T^$£II£LTt#bn£^££x-x;UTlft&U N- (4- {[7- (4-7 
ot^h + y) - 6 - ^ h + v- 4 -^V'J - 2-^7DD7i 

->»!/) - N ' - 7W;^ 1/75:4 3 mg> »4 6%T*#fc. ffbtlfc + Rflft 
(4 3mg)> jss&#'J7A (3 0mg). ^;i/*U> (4 0/i|) 

5 K (4ml) L£. MEET*§&£S£ LT 

#en^?^${c^Dj^^7X^^- h i) 7A7k^£fln*7np*;UATtt£tSL/i. 

pp*;UA/**y-;i^aiiTSvU#y;i/7PT h^^7^-^ctoffi© 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 0. 99 (t, J = 7. 32Hz, 
3H). 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H). 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 2 6 (m, 1H), 7. 3 0 (s, 1H), 7. 3 2 - 7. 3 4 (m. 
1H). 7. 51 (s, 1H), 8. 2 5 (d, J = 9. 03Hz. 1H), 8. 
61 (s, 1H) 

S«##tM (ES I -MS, m/z) : 5 4 5 (M + + 1) 

mmmi 28 :N- [2-?DD-4 - ({6-*h*v-7 - [2 - (4-^f- 
il/^7->7)Ih^y) -4-^'/'J-;H 7x_;i/l — N ' -7 
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N-{2 -£OD-4-[(7 -t KD*->-6-* h + v-4-+^-yiJ -;|/) 
7iZJH -N' -7W;!^l/7 (60mg), p^U^A (3 0m 
g). l,2-y^O€l^> (7 0 u\) ^N.N-v^^U^UATS h* (4m 1 ) 

@^LTt#^tlfe^$^X-x;PTgfe^L. N— (4- {[7- (2-^D^Xh 
-6-/ h + ->-4-+^^iJ-;H -2-!7DD7i-JW - 

N' -7°De;U«^I/7^4 6mg> 6 2 %Tf#fco fi^nt*^ (4 6mg), 
j^^U^A (2 0mg), N-^^)lE^yi^> (5 Owl) ^N.N-;/^^ 
*;UA7S K (3ml) tcigfi? L^iST'-M^ L7c„ MffiT^^SSLTtf 

24mg. TO 5 0 %T#fco 
'H-NMR (CDC 1 3 , 4 0 0MHz) : 5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m. 2H), 3. 00-3. 
16 (m, 4H). 3. 2 5-3. 16 (m. 4H). 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 - 4. 3 5 (m, 2H), 4. 78-4. 
83 (m. 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd. 
J = 2. 68Hz, 9. 03Hz, 1 H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
nmfttm (ES I -MS, m/z) : 5 3 0 (M + + 1) 
^mmi 29 :N- (2-^DD-4-[(7-{2 - [(2-b h'a^yXfjP) 

(*3SH/) 7$y] ihtx) - 6 - / h*~>-4-*j-yi)-)i,) y 

jl-)V) — N ' -7"DWl/7 
N-{2-i700-4-[(7-kh'0 + y- 6 4 - + 'J 

7x~;|/} - N ' -7'Dkf;t/7l/7 (6 5mg), p?i?#'J'7A (3 0m 
g). l,2-y7PW> (3 0 u\) £N,N-S^3 1 ;U*;UA7$ K (4m 1 ) 

\zmm l^st 3 mmmtt LfzM&Tmmzmz Lxn ^ntzn^ \z**m 
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@*UT#^n^$$X-r;PTj5fe^L, N— (4- {[7- 

-6-^ h + v-4-+±Vu-;u] ^-^v} -2 -^dd7i-;W - 

N' -^□tr;^U7*3 6mg, P4 5%Tf#fc. fc&n&4>M# (3 6 nig). 
&B&#U*A (3 0mg), N-^fJl/X^;-;i/7 = > (3 0 Ml) SrN.N-v 
^?;i/^A75 K (3m i) t*Il/llT-(WIWLft. tt£ET&tt£8£ 

fc. tiI?:l7j<«th'J')A«L > »ffiTiS«£S£LTf»S*lfc«<* 

£^ □ n^uA/pc * / -^tswts -> u pv h ^77 

'H-NMR (CDC 1 3, 400 MHz): 50. 98 (t, J = 7. 32Hz, 

3H), 1. 59 (m, 2H), 1. 94 (bs. 1H), 3. 23 (m, 2H). 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H). 

5. 35 (s, 3H). 7. 10-7. 17 (m. 1H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37-(d, J = 9. 03Hz, 
1H). 8. 6 4 (s, 1H) 

RMftVrtiL (ES I -MS, m/z) : 5 0 4 (M + + 1) 

UMiffiJl 30 :N- [2-?PP-4- ({ 6 h^v- 7 - [3 - (4-*9- 

N-[2-^on-4-[(7-tKn^y-6-^ h*->- 4 -+^V U x;U) 
7i-iH — N' -7'pfc?;i^U7 (7 5rag), £*$?#'J^A (3 0m 
g). 1,3 -^7*Ot7'D/1> (7 5 Ml) ^N,N-y/5 L MM75H (4m 
l) l:igfi?lliSl!3ir«Lfc. »ffiT«»&«*LT#6ti)t3a$k:*t 
flQA, *no*;kkTfl&fcHL&. W*JlS«l*a£K^h»J^ATttjftL. zdSffiT 
M£g£LT#6ft£8e££x-x)UT'&frU N- (4 - {[7 - (3-7*o 
^^^y) -6-^ h + y-4-WJz;H :**^} - 2-^DD7i 
x;U) -N ' -7"Otfj^^7$5 Omg, iR¥5 2*T»£. f»6nfc«t»|HH*: 
(3 0mg), KK*'Jr>A (2 0mg), N - / ^"7 iS> (4 0 Ml) £N, 
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N-y/^M75 h' (3ml) l:iliLIfiT-»Lfc t teTil 

7c3S £ £ ? □ □ a/* * y -;i/-eJ8Mf s -> U * □ v h t*? 7 4 - c 

'H-NMR (CDC 1 3, 4 0 0MHz): 5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m. 3H), 2. 9 2 - 2. 9 8 (m. 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m. 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H). 6. 70 (s, 1H). 7. 21 (dd, J = 2. 68, 9. 
03Hz. 1H). 7. 26 (s. 2H). 7. 31 (s, 1 H), 7. 49 (s, 
1H), 8. 18 (d, J=9. 27Hz, 1H). 8. 59 (s, 1 H) 

Kfi##rM (E S I -MS, m/z ) : 5 44 (M + + 1 ) 

MMMl 3 1 : N' -f2-^ao-4 - ({ 6 K^v- 7 -12 - ( 1 H- 
l. 2. 3- h'J7-/-;i/- l x N^->i-4-^^-yij -;t/} 

IBC# (N ' - (2-^DP-4-[ (7-th'D+y-6-/h + y-4- + 
?VJ-JW t+y]7i;JH — N, N-yl^^UJ, 83m g) ,&gtf7 'J 
^A (l38mg), 2- (1H— 1, 2, 3-MJ77VU-1 — f )V) JL^)V 4 
-;*^;|/- 1 -s<>1£>7>J\,7*i— h (59mg) *N,N-5?*^JMs;PA7 

(lml) fc$#L80rTl8l*ra«#Lfc. Efcjg^ftKTKfciJD*. 
^;UA-7'P/W-;U (3/1) TtttBLfc. HJ^ATtt 

t^th'JX^TSy (0.027ml) (0* □ DjM/A (lml) JSttK. h 
U^Xv-*> (90mg) JlDAT. 30Wj$lfc. ^S^SOtC^Lfcl, 
xX3S>U7S> (0.044ml) $r?STLT»DA> 2l*M>W*TM*TJMlLfc. S 
^ig^ttCfiafP^K**^- h U 7AtKM*«:2I0A, ? □ njfrjUA-T'n/t / - 
)V (3/1) TttttJLfc. hUSATttflkU MflETi£&£ 

e£LTf*&ftfc9$£HPLC(CT«fi!U M©fl;£fe£30mg. JR^29% 
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'H-NMR (CDCI3, 4 0 0MHz) : 6 1. 26 (t. J = 7. 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H). 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t. J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 26 (s, 
1H). 7. 73 (s, 1H), 7. 94 (s, 1H). 8. 38 (d, J = 9. 0 
Hz, 1H), 8. 60 (s, 1H) 

mmmi 32.3- {\4- (3-?dd-4- {r (^x^y^y) tum- 

-N, N-->'X^-;|/^-/N'^< h 

(N ' - {2-i?UU-A-[ (7-hKo + y-6-/h + y-4- + 
tV'J-JI/) t+y]7iIJH -N, 83mg) U 

£A (l38mg). 3 -yu^- 1 (o,027ml) ^N.N-fy^^;!/ 

*;PA75 h* (lml) (C^L80t:Tl8raWL^o £^£felC7fc£;&aA, 
^□□^UA-yD/V-^ (3/1) T&JffiLfc, WM^*7K^±h'J^ 

+ M#i HJX^75> (0.027ml) ©^DD*M (lml) jgffcH. 0 
■CT HJ**^ (90mg) JP^T, 30ftf B 1«L£o KlSig^ft^OtC^L 
->*X5 1 ;U7 5> (0.044ml) ^r^TLTJn^, 2f$PBW;tT^S£-r#?-?S L 

(3/1) rmmLTco W$l£&7fcM;hHJ£AT$£*£U ziifc/ET 
?t^?:^LTf#^nrc^^^HPLC(3Ti(tSlL. Slitf){fc£$i£i9m g , iR 
^17%T#fc. 

'H-NMR (CDCh, 4 0 0 MH z ) : 6 1 . 0 4 (t, J = 7. 1Hz, 6H). 
1. 22 (t. J = 7. 3Hz, 6H). 3. 09 (q, J = 7. 1Hz. 4H), 
3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t. J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (dd, J = 2. 7Hz. 9. 0Hz. 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 27 (s, 1H). 7. 45 (s. 1H). 8. 33 
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(d. J = 9. 3Hz, 1H), 8. 5 5 (s, 1 H) 
^faMl 3 3 : N — f 2— — 4 — ({ 6 h^ris- 7 -f 3 - (4-tf'J 

U7 

0Ttt (N- (4- {[7- (3 -6-*h*5>-4-* 
^-l/';-;P]**«>} -2-^OD7x-JW — N' -^Dfcf^^UT, 80mg) , 
«K*U#A (l38mg). 4-^M7'ht!'Jy> (22mg) £N,N- 
*;UA7S K (1ml) C**LMT3PSIBHI#Lfc. EJ&SSfcfcrtfcfti*., 
^□□*;UA-yo/V-;U (3/1) TttffiL/t. WHJi^TlcBfcBe^KU^ 

£$l£60mg> «72%Tt#7c. 

1 H — NMR (CDCh, 4 0 0MHz) : 5 0. 91 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4-2. 3 2 (m. 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t. J = 5. 9Hz, 
2H), 4. 7 0-4. 8 0 (m. 1H). 6. 62 (s, 1H). 7. 11 (d 
d, J = 2. 7Hz, 9. 0Hz, 1H). 7. 11-7. 16 (m, 2H), 7. 
23 (s. 1H), 7. 25 (d, J = 2. 7Hz, 1 H). 7. 45 (s. 1H), 
8. 19 (d, J = 9. OHz. 1H), 8. 3 0 - 8. 3 4 (m. 2H), 8. 
5 5 (s , 1 H) 

ft«##fffi (ES I -MS. m/z) : 5 5 4 (M + + 1) 

^iSSfflJl 3 4 : N— 12 -ZUU-4 -f (6 h^Pv- 7 - { 3 -f ( 1 

2, 3, 4-fh7'/-j|/-5-<;|/) ^:fri7'a^4-->} - 
4-tt7U^) **->17xxju} -NT -yne;u^U7 

Ktt (N- (4- {[7- (3-7'Dt7a^y) - 6 -*h*v-4-* 
±*/V=.)V]p*l/) -2-tUU7x.-)l) — N' -7°Pe;U^7l/7, 80mg) , 
gifi^'J^A (138m g). 5-^W7*h-l-fh77-^ (23mg) £N,N 
->7fWA75K (lml) t»*LMT3WfWtt»Lfc. JRi&S^«j 
\Z7*.Z1x\7L, >7UU*s)Vlx--7urt;-)\, (3/1) TttfflLfc. «®£&7k 
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'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 3Hz, 3H), 
1. 51-1. 56 (m, 2H), 2. 3 9- 2. 4 8 (m, 2H), 3. 17- 
3. 2 3 (m. 2H), 3. 5 6 (t. J = 7. 1Hz, 2H), 3. 8 6 (s, 
3H), 3. 97 (s. 3H). 4. 27 (t. J = 5. 9Hz, 2H). 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, 3 = 2. 7 

Hz, 9. 0Hz, 1H), 7. 24 (d. J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H). 8. 55 (s, 1 H) 

nmftffim (SSI-MS. m/z): 5 5 9 (M + + 1) 

^foM 135 :N- (2-7PP-4- {f6 b*->- 7 - (3 - bf^U v 

77°p^:» -4-^^-V'J-;H^-^'>} 7x-;i/) -n' -yne;p^u 

7 

N- (2-.^DO-4-[ (7-th'D+y-6-^h + y-4-4 : t , / l Jr 
;U) ^x)7i-JM -N' -7°Pfcf;|/-7U7 (500mg) (857 
mg), 1,3 - V^u^uny (0.5ml) ^N.N-y^^MMTS K (5 

mi) \zmmhm%x zmm.Wbtz. mE.Tmm^^Lxm^nrz^iz7K 

SrflQA. 7PP*;UA/2-7°PAV-;U (4/1) T«J{iJL£. IHg£JI£*S7j<6ft 

mi- b u ? a T~$tm i . ffi&Timzmz l rt# <=> a $ *z.-T)UT*m& l . 

N- (4- {[7- (3-7o^7D^*-» -6 h4 1 ->-4- + ^-^/U- 
- 2-^D07x"JH - N ' -yotf;l/^^7^451mg, M7 

l%Tf#7Co N— (4- {[7- (3-7*P*:7"P#*;» -6-* b*v-4 

-*ty | J-^]t*y} - 2 -£PD7x-;H — N' -yDtf^^UT (70 
mg). M&^U^A (54mg), tf^'Ji>*> (39ul) £N,N - v*3^*Ji,A7 5 

K (2ml) (Cjg^L^iaT-M^Lfc. MJ£Ti§$&g£LTf#bnfcg!2 
ICfiSfOM^ic^^- b U , 7A7K?§^^iD^7 □ JUAT'tttBLfco «JI£&7k 
fiSK^- h 'J >7ATfii£*gU ^ffiTjg^^g* LTf#bn^c^$ ^7 no^^A/ 
**y-;K2 0/1) T*mffl-fZ>i/i)t)'f)l!7a-? h^77^-l;J:i9^SU 
SHtf)te£$j£35mg> iR^50%Tt#Ac. 

'H-NMR (CDC13, 4 0 0MH z) : 6 0. 9 8 (t, J = 7. 6Hz, 3H). 
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1. 4 6 (br. 2H), 1. 5 4- 1. 6 6 (m, 8H'), 2. 15 (br, 2 
H), 2. 44 (br, 2H), 2. 55 (br, 2H), 3. 2 0- 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2. 
7Hz, 9. OHz. 1H), 7. 32 (d. J = 2. 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz. 1H), 8. 
6 1 (s, 1 H) 

jgjlMi 36 :N- [2-^PP-4- ({7-/h^->-6 - [2 - (4-pt^ 
;Ubf^7vV) Xh*v1 -4-*^/'JXJl/} 71-Ji/] - N ' -y 

ptf;i^U7 

(N- { 2 -^PP-4 - [(6-kHo + y-7-^ h*->- 4 -*:r-V'J x 
;P) 7HJH - N ' -ynif;i/r7l/7 (5 0 Omg), mmtiWA (8 

5 7mgh 1, 3 - itZfo^n/ty (0. 5ml) ^N, N- v^^JI/tfUUA 
75 H (5ml) (Cj£^L^T3ll#M#L7Co MiET^^^LTtfbn 
fe^$fC7K$riPA> ;7PP*;UA/2 -7°PAV-;i/ (4/1) TttiiJL7c. # 
£ £t7kfiftg£ ^ h U -7 A Ttttt L, ®J£T®m £ % 5fe L Tt# £ tl 2§ £ £ X- 
N - (4- {[6- -7-*h*:>-4- 
*±\/'Jx;i/] -2-^7DD7xx;U} -N* -7°Ptf;i^l/7£4 5 

Img, «7 1 %Tf#7t. N - (4- {[6- (2-7'o^Xh + -» - 7-^ 
h*->-4 -*j-V l J-)U] -2-9UU7 xx;H -N' -yoejU 

■71/7 (5 Omg), jk^'J^A (4 Omg), N-^^MUf^v^ (50fi 
1) £N, N->7f»A75H (1ml) fCig$L^rST-M#L7c„ 

PP*^A-?*fiaiL£. «*$:^7K^-7"h l J^AT ! ^L > MEETig$g£@ 

£ uxt# e.n7cji$ £ ^ p u-fciik/* $ j -frrmmTz -> wyj^oT h 

^7 7^-i:j;0f§SU mm<Dit&®>$: 2 Omg. J|PM4%Tf#7c. 
'H-NMR (CDC 1 .i , 400 MHz). -60. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H). 2. 31 (s. 
3H). 2. 53 (br. 2H). 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H). 3. 2 4- 3. 29 (m. 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H). 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd. J = 2. 7Hz, 9. 0Hz. 1H), 7. 30 (s, 1H), 
7. 31 Cs, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. OHz, 
1H). 8. 6 2 (s, 1H) 

JtS##HI (ES I -MS, m/z) : 5 2 9 (M + + 1 ) 

137 :N--[2-gDd-4 ((7-;»th^->-6- [3 - (4-^5MU 

M^VJ) 2^±2] -4-*±v"j-;u} 7x-;H -n' -f 

□ bf;U«7U7 

(N- { 2 -£cm-4- [(6 -fc Ko + x-7 K^->- 4-^^-yiJ - 
)V) ttzs] 7i=;H -N" -yotf;i/^U7 (5 0 Omg), ek^'J^A (8 
5 7mg), 1, 3 - y^Ot7 ? D/t> (0. 5ml) ^N, N-y/fWA 
75 F (5ml) K8#LMT3l*|«Hft#Lfc. MEETi£$£g*LTf#£n 
fc»£fc;Jc£ioA. ^OD^l/A/2-yn/ty-jl, (4/1) TtttBLfc. W 

■r;i/T?«»L, N- (4- {[6- (3-7otyp^y) _ 7 -^^^- > _ 4 

5 lmg. JK^7 1 N — (4- {[6 - ( 3 - 7* U^-fuiS* •» - 7 

b*i/- 4-*i-^>)-)l} - 2 -^D07i-;H - N ' -7"D 

\*)VQU7 (5 Omg), £K*iJ£A (4 Omg), N-^^;Hf ^v> f > (5 
0^1) £N, N-y/fWM7$K (1ml) £ig#UMT-l«iR#L 

?na*;UATififfiL;fc. ^«S£S^ffiBH-h URATES* U «JET««E€; 
L/TII b £ 7 □ □ A/* ^ / —)Wm.mt 5 1/ »J * ¥)V2 O V 

'H-NMR (CDC 1 3 , 4 0 0MHz): 5 0. 98 (t, J = 7. 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m. 2H), 1. 71 (br, 4H). 2. 31 (s. 
3H), 2. 5 3 (b r, 2H), 2. 7 1 (br, 2H), 2. 11-2. 1 7 (m, 
2H), 2. 30 (s, 3H). 2. 5 9 - 2. 6 2 (m. 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz. 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 31 (s, 1H). 7. 31 (s. 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. OHz, 1H), 8. 61 (s, 1 H) 

M##fM (ES I - MS, m/z) : 5 4 3 (M + +1) 

&fifeg!ll 38 : N- (2 □□- 4 - {f7-^ h^v-6- (2-bf'Jv^ 

;*r-=fr:» -4-^^'/'J-;H^^->} 7x-JM — N ' -yphf;i.^U7 
Jf£f (N- (2-^7PO-4-[ (6-fc - 7-* h + v-4-+± 

l/'J-;U) t+x]7i-;H - N ' -yDtr;U^7l/7. 80mg) 
(l38mg). 2- {>?uu*3-)V) fc:uy>*»tt (41mg) £N,N-v*^;|/ 

*;UA75 h* dm 1 ) C**Ll20lCT3WMft»Ufc. Kzk£ HP*. 

^□□^;UA-yDAV-;i/ (3/1) TttfflLfc. #4iJI«fR4cm^- h »J «7 

'H-NMR (CDCb, 4 0 0MHz) : a 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 51-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H). 6. 57 (s. 1H), 
7. 08 (dd, J = 2. 7Hz. 9. OHz, 1 H), 7. 21-7. 29 (m, 
2H). 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d. J = 9. OHz. 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 

K«#*rffl (ES I - MS. m/z): 494 (M + + 1) 

gjiflll 39 :N- (2-^na-4 - [\7 -; h*->-6- O-^UfrU 

7 

(N- (4- {[6- (3-7'P#*-» -7-pt h*->-4-*^yU 
- 2-7PD7I-JP) -N ' -7"Pe;U>7l/7. 54mg) ,$g? 
#'J«7A (l38mg). t;i/*'J> (0.017ml) ^N,N-y^fMM7 5 h* (l 
ml) Kig#Li2orT3l5Hffi#Lfc. Ej£g£fck:**ini;L, *od*;1/A 
-fun;-)), (3/1) THifcBLfc. tll^IMthUvATliL, 
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'H-NMR (CDC13, 4 0 0MHz) : 6 0. 9 1 (t, J = 7. 6Hz, 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8- 2. 0 0 (m, 2h), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7. 3Hz, 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m. 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 24 (d, J = 2 . 7Hz, 
1H). 7. 42 (s, 1H), 8. 18 (d, J = 9. OHz, 1H). 8. 54 
(s, 1H) 

»mfttirm (ES I -MS, m/z) : 5 3 0 (M + + 1) 

HftfcftJl 40 : N- { 2 -ft □□- 4 - r(6 - (3 - ( 2 — b h'P^ylf Jl^) 

7$yi-/p^^v} - 7-^ h^'>-4-^-^-'/'j-;u) ^-^->i^ 
x~;i/} -n' -7°Pif;ufrU7 

mm (N — (4- {[6- O-^at/D^y) -7-^h*^-4-* 
•^/iJ-JU]:**^} -2-^0071^) -N' -Zfa^JlVUT. 5img) , 
m^U^A (68mg)> 2- (*3MP7$ 7) Xft/-;i, (i5mg) £N,N- 
y^fM^AJS H (lml) lCML80t:T 3 B#f B 1W Lfc. 

ft pp*;pa-:/p/v-;u (3/1) Tfflttjufc. ^mmzftjm 

fz. 

'H-NMR (CDCb, 4 0 OMHz) : <5 0. 9 5 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 08-2. 15 (m, 2H), 2. 30 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t. J = 7. 1Hz, 
2H). 3. 21-3. 26 (m. 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H). 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t. 
J = 5. 6 Hz. 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 2 7 - 7. 2 8 (m. 2H), 7. 4 8 (s, 1 
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H), 8. 21 (d. J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mmmi4i .-n- (2 -?pp-4 - {r6-*h*->-7- (2-i^jy;i/ 

-4-^yj;i/1^-^->} 7il^) -N' 
(N— {2-*PP-4-[ (7-kHo^y-6-/h*y-4-^; 
t*S/]7x-;H - N' -7Ptf;U£l/7, 80mg) J^'J^A (13 
8mg). 2 - 2UU*?-)VWJ>Mffi& (4lmg) £N,N - ^^Jl/rfUUA 
75 h* (lml) {C^L80 t CT3B#ra»LfCo Kfo^®\Z7k*1$\X. >?U 
n*)Vk-7un; -)V (3/1) TfflitlL7to fil^iTR^thU^At 
«<SL» «JET8«£f^LT$£nfc8££HPLCfcT*&«U 
tt£8lmg, iK^82%Tf#£. 

'H-NMR (CDCh, 400 MHz): 60. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd. J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5-4. 8 2 (m, 1H), 5. 42 (s. 
2H), 6. 46 (d. J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 
(dd, J = 2. 9Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz. 1H), 7. 69 (dt. J = 2. OHz. 7. 8Hz. 1H), 8. 25 
(d, J = 9. OHz, 1H), 8. 46 (d. J = 5. 1Hz, 1H), 8. 6 
1 (d, J=4. 6Hz, 1H) 

mmfttfrm (ESI-MS, m/z) : 4 9 3 (M + + 1) 

glMffJl 4 2 : N- (2-^.DD-4- {f6-* h*~>-7 - (3-fc!U^ 

ICft (N- .{2-?OD-4-[ (7 -h KP*^~ 6-* h*i'-4-*y 
>j;i/) t*y]7i^JH — N ' -7"De;PC7U7. 80mg) Jk^U^A (13 
8mg). 3-^PD^^euy>tt»tt (4lmg) £N,N- v^JM^l/A 
75 K (lml) fc»*L80t:T3l*W»#Lfc. S^S^ttlC7K*iDA» £P 
p^;UA-7p/W-;U (3/1) T'ttttSLfco W8£l£&7k55ii^HJr7AT 
ttttU «ETJS«E*aSUT»e>n3t«$*HPLCCT«8l!U. «H<7Mb£ 
M70mg, JR^71%T"#fc. 




WO 00/43366 PCT/JP00/00255 

- 132 - 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 7 (t, J = 7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z. 2H), 4. 02 (s, 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s. 1H), 7. 09 
(dd, J = 2. 7Hz, 9. OHz. 1H), 7. 19 (d, J=2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 

H). 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H). 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz. 1H), 8. 58 (d, 
J = 3. 2Hz. 1H), 8. 7 5(s,lH) 

WAftVrM (ES I -MS, m/z) : 4 9 3 (M + + 1) 

MlfcMl 4 3 : N- (2-^aa-4- {f 6 — p<- h*js-7 - (4-e'JyJI/ 

-4-^;u^-» 7x-;u) — n ' -y°n¥)\,<yu7 

&n (N — {2-Cuu- A-[ (7-tKo^i/-6-/h + y-4- + / 
•j;W t^y]7iZJH - N ' -7'Dfcf;i/£U7, 80mg) A (13 

8mg), 4-^no^5 1 ;UtrUv>m^ (4img) £N,N - v*^*;UA 
75 H (lml) K8#UorT3irai*#Lfc. EJ&^f&CTlcfcjD*., *d 

□^;ua-7°dav-^ (3/D rm&Lfzo *mm*m*mmi-hvvA'v 

tt«U »ETJ§«E*a3cLTt*6tlfcJS$*HPLClCT»a!lj U SIBOft; 
^7 1mg, JR$71%T#fc. 

'H-NMR (CDCb, 400MHz):<50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H). 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z. 2H), 4. 05 (s, 3H), 4. 8 6-4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 
(dd. J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d. J = 6. 1Hz, 2H), 7. 54 
(s, 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d. J = 5. 
4Hz, 1H). 8. 61 (d, J = 6. 1Hz, 2 H) 
Kg##rf£ (ES I -MS, m/z) : 4 9 3 (M + + 1) 

l 4 4 : N- (2-?DD-4- [\6-*b*i/- 7 - (2 - ^Ufr 'J 
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(N- (2-^00-4-[ (7-tFD + y-6-^h + y-4-4:; 
U;U) ^y]7i-JH -N' -7^^-71/7, lOOrag) -.^SAU^A (i 
72mgh l,2-y7'DW> (0.086ml) ^N,N-y^f;|/^A7$ K (l 
ml) lZ®ffiLMUT'3mm®WLtz, RJ&m£to\z*.&liajL % ^dd^a- 
yp/ty-;i, (3/1) TttmLfeo »**t**«K^hUOAT«*L. jj* 
ETii^^S LT# etlfci? ^i-f^-ea^ I, tWfr (N- (4- {[7 
" (2-7"D ; EIh + y) -6-* h*y-4- + 7>J)|/]^y) -2-^P 
□ 7x=;W — N* -7*oTOl/7) + Mft\ ^BfertU^A (l38mg), 

; e;u^u> (o.nmi) *N,N->;^f;^A7S K dmi) ic^Uot:-? 

2l*IIMl#Lfc. SJSig^tCTKSJP^.. ^no^A-T'o/V-;!/ (3/1) 
£ 7 p p *;i/A/y. * y — ;i/TS§B"T s -> U i3?)V9 □?h^7^- 

'H-NMR (CDCh, 4 0 0MHz) : <5 0 . 9 1 (t, J = 7. 6Hz. 3H), 

1. 5 0 - 1. 5 9 (m. 2H), 2. 5 7 (t. J = 4. 6Hz, 4H), 2. 

88 (t, J = 5. 9Hz, 2H). 3. 18-3. 23 (m, 2H), 3. 68 
(t, J = 4. 6Hz, 4H). 3. 94 (s, 3H), 4. 26 (t, J = 5. 

9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 

3Hz, 1H), 6. 74 (br. 1H), 7. 03 (dd, J = 2. 7Hz, 9. 

0Hz, 1H). 7. 14 (d. J = 2. 7Hz, 1H). 7. 34 (s. 1 H), 

7. 43 (s, 1H). 8. 42 (d, J = 5. 1Hz. 1 H) 

M*#*r« (ES I -MS, m/z) : 515 (M + + 1) 

gjgjjll 4 5 :N-r2-?PP-4-r ( 6 7 -f 2 - (1H-1, 

2, 3- HJ7'/-;U- 1 -^) Xh^yl-4-^yj^) :**->i7x-;n 

- N ' -y'u\j)VQU7 

(N- {2-7PP-4-[ (7-hKo + y-6-^h + y-4- + ; 
>j;U) t+y]7iZJH -N' -7*PhT;UOl/7, 80mg) ,J5*&#>J-7A (13 
8mg). 2-(lH-l, 2, 3 - S U7V-;U- 1 --f;U) X5 1 ;!/ 4-* 
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1 -s<>1£>Z)Vy*j—h (59mg) SN.N-y^f^ATi H 
(lml) \zmBLl20X:T5mm®ftLfc. KJfcM&MlZykZmx.. ^od*;u 

PLCHTSffigU &m<Dik£® £92mg. ^92%T#^ 0 
'H-NMR (CDCh, 400 MHz): 60. 97 (t, J = 7. 6Hz. 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br. 1H). 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1H), 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = l. 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H). 8. 48 (d. J = 5. 4Hz, 1 H) 
SMtfl (ESI-MS, ra/z):4 9 7 (M*+l) 

146 :N-r2-gdP-4-'((7-r2 - (1H-1— f syyjJI/) 
lh^yl-6-/h^y-4-^/'JJ|/l ^y)7x^]-N' -~7'u\f.)V 

(N — [2-9UU- A-[ (7-th'D + y-6-/h+y-4-^; 
t^y]7ilJH — N ' -yDtf;|,^l/7, 80mg) ,«#'J?A (13 
8mg), 2- (1H— 1 S^VUJl') X3MI/ 4-^^;i/- 1 -^>ii>7s 
^• 7 _ r _ h _ h ( 5 9 mg ) ^N ) N-y^fWA7$h* (lml) K:^fi?Ll20 

rT5P#M#L£o S^^i37jc$jjn^., 7pp^;i,a--/d/w-;u (3/ 

%<btitz®2&> 7na*)\sA-*t> /-ji-cmmLfzHPLCizxnmL, m 

li<ZMfc£$i£8lmg. iK¥82%TWc. 

'H-NMR (CDCh, 400 MHz): (50. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2h). 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H). 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H). 4. 4 4 (t, J = 7. 3Hz. 2H), 4. 8 8-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd. J = 2. 7Hz, 9. 

0Hz, 1H), 7. 25 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1h), 7. 70 (s, 1H), 8. 23 (d, 

J = 9. 0Hz, 1H). 8. 5 8 (s, 1 H) 

MftVim (ESI-MS, m/z):496 (M* + 1) 

mmmi 4 7 : N- (2 -£aa-4 - (f7 - (3-kHo^->yp^y) 

-6-pt h*->-4-4vu;n;t^>} 7i-jh — n ' --fuVfrtyuT 

(N — { 2 UU- 4-{ (7 -fc Ko^Sx- 6 h + v-4-4-/ 
^y]7HJH -N' -7°De;U^l^7, 80mg) ,c*^;*7 'J A (13 
8mgh 3 -yn^E- 1 -7°D/ty-;i/ (0.027m 1 ) £N,N- 

(lml) fC^LgiaTl8^r B m^L7c. £Jfc?M£#>(C7j<£;!jOX.. 0 '□ 

o^;PA-yo/w-;u (3/1) TtttBLfc. wii^iMthu^AT 

'H-NMR (CDCh, 400 MHz): <50. 92 (t, J = 7. 6Hz, 3H). 
1. 4 5 - 1. 6 2 (m. 2H), 2. 09-2. 18 (m, 2H). 3. 21 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 3. 87 (t. J = 5 . 6Hz. 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s, 
1H). 7. 03 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 14 (d, 
J = 2. 7Hz, 1H). 7. 36 (s. 1H). 7. 43 (s, 1 H). 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5. 4Hz.- 1 H) 
gj|Mi 48 :N- [2 -?DD-4 - (( 6 h^->- 7 - [2 - (4-^^ 
I^y] -4-*V'j;H 7x-f] — N ' -7°Dbf 

11*4 (N- (4- {[7- (2-7'DtIh + y) -6-* h*'>-4-*y U 

;H - 2 □□7x-ju) — n ' -yDe^7U7, somg), mm 

*UCA (138mg), 1 -*^;i/fcf^^> (0. 0 5 5ml) £N, N-v 
/fWA7$h* (lml) CSiL^iTl 8P*fflflfc#L;t. KJ6g^«lc 
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7K£Jd*, ^□o*;kk-yD/v-;u (3/1) x-mmLtzo ttti$i*S 

U «j|Oft^5 4rag, Wl 0 0%Tf#fc. 

'H-NMR (CD C 1 a , 4 0 0MHz) :. 6 0. 9 2 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 62 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s. 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5-4. 8 5 (m, 1H), 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz. 9. 
OHz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7-. 34 (s, 1 H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. OHz, 1H). 8. 42 (d, 
J = 5. 1Hz, 1H) 

mmftffim (ES I -MS, m/z) : 5 2 8 (M + + 1 ) 

SUMi 49 :N- (2-£Pd-4 - (f7 - (2-kFD^ylF4 : y) - 

6-^h^y-4-^;'JW4x) 7x-JU) - N ' -7n¥)lQl/7 

mn (N— { 2-9UU- 4-[ (7 -k HD^->- 6 h*v-4-*y 
U;W t*y]7ii;H -N* -7*Pt>^7l/7, 80mg) .mI^'JOA (13 
8mg), (0.02lml) ^N,N-y^f F (l 

?un;-)i (3/D TttttsL^c, #mm*m*fi!L&i-hij'yAT?®.mL. m 

J£T^lg£®5SLTf#£ft£$££, ^ □ u*)lA/* ? /-^T'JiPjT 5HPL 

'H-NMR (CDCh, 4 0 0MHz) : <5 0 . 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, J = 4. 4Hz. 2H), 4. 
28 (t, J=4. 6Hz. 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d,J=8. 3Hz,lH), 7. 08 (s, 1H), 7. 08 (dd, J=2. 
7Hz, 9. OHz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. OHz, 1H), 8. 48 (d, J = 2. 9Hz, 1 H) 
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j-jggjjj 50 : N- (2-^DD-4-f(7 - {2-f (2-fc Ka=E->X^;iQ 

m& (N- (4- {[7- (2-7*a*xh**» -6-*h*~/-4-*S 
U^pM^} -2-^OD7x-;U) -N' -yoe;U-7U7. 50mg) 
tiWk (l38mg). 2- (^^;U75 7) X^/-;U (o.040ml) £N,N- 
y/WM7=F (lml) K»#LgffiTl8lSfoft#Lfc. S^^ftC 
*£*PA. ^oo^;UA-7°PAV-;U (3/1) TfflffiLfc. #ttJI&*i*tt 

'H-NMR (CDCb, 4 0 0MHz): 5 0. 9 7 (t. J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H). 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t. J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7 Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s, 3H). 4. 26 (t. J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 

7Hz, 1H), 7. 39 (s, 1H). 7. 47 (s, 1H), 8. 24 (d. J 

= 9. 0Hz, 1H), 8. 47 (d. J = 5. 1Hz, 1 H) 

Sil##HI (ES I -MS, m/z) : 5 0 3 (M + + 1) 

gjlgy 51 : N- (2-?PD-4- h*->-7- Q-qE^fr'J 

yyp^^^) -4-^y'jM^-» 7xx;u) -n' -^um^vy 

mn (N — (4- {[7- (3-7*DqE7*D#*'» ~6-*>*->-4-* 
/'J;U]**x} -2^0D7i"W - N ' -yntr;U>7U7. 52mg) ,c* 
K^'J^A (l38mg), ^:;i/AtNU> (0.044ml) 5N,N-y^f)^;i/A7i 
K* (ira!) C**l/SITl8«rlBI«#L&. fc7K£flD A. 

;|,A-7'oaV-;U (3/1) TaWL/fc. *«JI*«l*aEK^hUC7AT«:ji 

23m g, iR3U4fcTf#fc. 
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'H-NMR (CDC13, 4 0 0MHz) : 6 0. 9 2 (t. J = 7. 6Hz, 3H), 

1. 4 9- 1. 6 0 (m. 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m, 4H). 2. 52 (t, J = 7. 1Hz. 2H), 3. 21 (dd. 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H). 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 15 (d, J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

^flffiflJl 52:N-f2-^7DD-4- (6-*h^>-7 - {r3 - (4-^^ 

jgft (N— (4- {[7- (3-ynqEyn7j?+S/) -6-^h*->-4-* 
/ U;!/]:**^} -2-^do7i-JW — N' -7ntf;i^l/7, 52mg) 
MX i) VI* (l38mgh 1 -*?-)V\ZU 9 J> (o.055m 1 ) £N,N-v^;!/ 

*;uats k dm i ) izmmbmux'ismmmwLfzo Kit^mz^m^., 

^□□^A-7°D/V-;i. (3/1) TtttflLfco ^M&te7K^^-hij^7 

'H-NMR (CDCh, 4 0 0MHz): 5 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 0 2-2. 1 0 (m. 2h). 2. 2 3 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz. 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz. 2H), 4. 8 3-4. 9 2 (m, 1H), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 
8. 42 (d, J = 5. 4Hz, 1H) 

K*##fM (ES I -MS, m/z) : 5 4 2. (M* + 1) . 
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m&Ml 5 3 : N-f2-^7DD-4- (6-* h*->- 7- (f3- ( 1 H- 1. 
2, Z-h')7V-)V-l--()V) 7 , Q^^vl-4-^y \))V) 7i 

hU7V-;K0.41ml), l-7Di-3-^PD/OA> (0.79ml). 3«7fcx 
h?:7^7 (lOmgh £.fctf3M*Kfc*hUtfAzlc«« (lml) 

^7-bh> (lomi) izmmu sox:x'i8m^mwLrzo R^m^mz^mXs 

ML. *|BH* (327mg) 

(N- { 2-7DD-4-[ (7-kh*D*j/-6-^ h*->-4-* y U 
JU) *+->]7i-JH — N' -yo^l/J, 80mg) ,iftK*U^A (138 
mg)« ffifaBO+Wfr (43mg) £N,N- S?*^MvJUA75 K (lml) (Cfgfif 
Lsot:T3i$Mlft#Lfc. S*ffi^«lc*&JoA, 7 □ □ *;UA - / -;u 

(3/i) TtttfiLfeo *a*sM*«»^hu>7A-eiei»L, *eet»«e*s 

5SLT»Snfc8S£.. *no#;PA /**/-;PTJR§rt*HPLCl;: < k0«f« ' 
U &IH©ffc£«&£5 4mg, iK^52%Tf#fc. 

'H-NMR (CDCla, '4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H). 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h). 3. 26 (d 
d, J = 7. 1Hz, 13. 2Hz, 2 H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t. J = 6. 6Hz, 2H), 4. 90-5. 
00 (m. 1H), 6. 46 (d. J = 5. 1Hz, 1H). 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz. 9. 0Hz. 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1 H), 7. 61 (s. 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d. 
J = 5. 4Hz, 1H) 

mmtttirffi. (ES I -MS, m/z) : 5 1 1 (M + + 1) 

^Mffll 54 :N-r2-7DD-4 - ({ 7 — f 3 — (1H-1 S yyij ;[,) 

7'o^^l-6-/ h4->-4-^yj;i/) ;t=^) 7x-JM-N' -7ab? 

;i/'7U7 
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'-f 5 3*V-;K68Qmg), 1 - (0.79ml), 3 

Yyyi-lVTyit-Vk (lOmgh *«ktf3M*»fc:fhy£A#*« (1ml) 
£7-feh> (10ml) fc»*U 50 < CTl8B#^»Lfc. K£g£*&K:*£j!JQ;L» 

0U (1- (3 fcf;U) -lH--f$^/-Jk 525rag) £ 

(N - (2-£nn-4-[ (7-th-D+y-6->h^y-4-+; 
•j;W t+y]7i-iH — N' -yotMl^T. 80mg) ,ftK*y£A (13 
8mg). W5fi©+Wfr (42mg) &N,N-y7fMM7$H (lm 1 ) fcjg 
*L80"CT3«fWft«iLfc. EfcE^ttC***!!*, 7 p p^^A-^OAV - 
)V (3/1) TfttiiLfc. mj|«a*tttt^-h 'J^ATSiL, ^JET^iS^ 
S£LTt#Snfc8a£. ^PD^I/A / ^^/-;i/TJg^T^HPLC(CcfcOM 
SSL. M©^**23mg, iR^23%Tl#7c. 

'H-NMR (CDCh, 400 MHz): 50. 91 (t, J = 7. 3Hz, 3H). 
1. 4 8- 1. 6 0 (m, 2H). 2. 2 7 - 2. 3 6 (m. 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9Hz. 2H). 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d. 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2h), 
7. 12 (d. J = 2. 7Hz, 1H), 7. 30 (s, 1H). 7. 44-7. 
48 (m, 2H). 8. 22 (d, J = 9. 0Hz, 1H), 8. 41 (d, J = 
5. 4Hz. 1H) 

^mmi 55 : N- [2-9UU- 4-\ (7 - (2-fv 

;U) 73/lxh*»» -6-^hty-4-^7'j;W t^yl7xZJl/) — N 

mm (N — (4- {[7- (2-7'D^xh + y) -6-* h*^-4-*/ 
■j;U]^+->} -2-^DD7x-;U) - N ' -7W;U£U7, 50mg) 
*'J«7A (138m g), l-*3MUt?^5v> (0.055ml) £N,N- v*3MI/* 
;UA75h' (lm 1 ) £**^MTl8PSMft#Lfc. EJ&ig^&KlTKfcJlD*. 
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*7uu*)\,i x -7un;-)), (3/1) T'teihLtz. G®M&m*mmi- h >J * 

^tt*46mg, 1R^92%T*§£:. 

'H-NMR (CDCh, 4 0 0MHz): 9 2 (t, J = 7. 3Hz, 3H), 

1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H). 3. 60 
(t, J = 5. 1Hz, 4H). 3. 94 (s, 3H). 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d. J = 5. 4Hz, 1H), 6. 75 (s, 1H), 
7. 04 (dd. J = 2. 4Hz, 8. 8Hz, 1 H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1 H), 8. 19 (d, J 
= 9. 0Hz. 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
jytfljl 56 : N- (2-^aD-4-f (7 - { 3 -fv (2 -b Ka^ylf 

(N- (4- {[7- - 6 4 - + 

/u;^**^} -2-^dd7izjw -n' -•/□tr/i^i/j, 52mg) ,c* 

g^U^A (138m g), yX^y-^7$> (53mg) £N,N - 

75F (lml) C*tfLMTl8l*SIHHI#U&. EJ&I^BlCTkfcilDa.* 

□ ^A-7'DAV-;U (3/1) TH&fflLfc. W«* HJ 2 AT 

ft&U »BET&&£S£LT*§5ftfcS££. X-x^Ti5fc#U 

'H-NMR (CDCh, 40 0MHz): 50. 89 (t, J = 7. 3Hz, 3H), 
1. 4 6- 1. 5 6 (m. 2H). 1. 9 7 - 2. 0 5 (m, 2H), 2. 63 (t, 
J = 5. 1Hz, 4H), 2. 69 (t. J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz, 13. 2 Hz, 2H), 3. 60 (t, J =4. 9Hz, 4 
H), 3. 94 (s, 3H). 4. 32 (t. J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, J = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H). 8. 35 (d. J = 5. 4Hz, 1 H) 
JtftfttfrM (ES I -MS, m/z) : 5 4 7 (M + + 1 ) 

57 : N- { 2 -gcm-4-r (7 - (3-f ( 2 - b K a*S/x^JU) 

(^^1/) 75/17 > ntf*:>} -6-* K^'>-4-^y UjU) t^yl7xr 
;H - N ' -yabf^^lxj 

Mm (N- (4- {[7- (3-^P^7°D^+^) -6-*h*i>-4-* 
^'JW^l -2-^DP7x=;W — N* -yntf;U^I/7, 52mg) ,m 
Kfc'JtfA (138m g). 2- (^f;l/7$y) JL?J-)V (0.040ml) £N,N- 

7k*an*.. (3/i) TttaiLfe. wa«^*i7Kes 

L, 5 lmg. JR*98KTft&. 

'H-NMR (CDCb, 4 0 0MHz) : <5 0. 91 (t, J = 7. 6 Hz. 3H), 
1. 4 5- 1. 5 9 (m, 2H), 2. 05 (t, J = 6. 8Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz. 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J = 6. 8Hz, 12. 9Hz. 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H). 4. 22 (t. 
J=6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m. 1H), 6. 40 (d. J = 
5. 1Hz. 1H). 6. 79 (s, 1 H), 7. 03 (dd, J=2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, 1 = 2. 7Hz, 1H), 7. 4 2 6 (s. 
1H). 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. OHz. 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

nmftftm (es i -ms. m/z) .• 517 (m + + d 

%MM1 58 : N-T2 -^aP-4 - ({ 6 - * h^->- 7 -f 4 - (1H-1, 

2, 3-hU7'/-;p-i-^^) 7 f h^yi-4-^yj;k) $±kl 

S'J7y->»K0.41ml), 1 -^Ot-4-^OD7'^> (0.93ml), 3^fh 
7 73MI/7>*-*A (lOmgh &±ZS3M7miti-h*JOA7k®Wi (1ml) £ 
7irK> (10ml) \Z®ML. SOVnsmmmWLfco KfcmGmizfc&mz.* 
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*DD*;|/ATffltHLfc. **«*fc7KffiSH-hy*ATftj*U «JET»j»* 
SSLTfc&ttfcgiSS. ^□□*;i/ATJg|PlT5?D'7 h 7*7 7 f -{;:<*: Oft 
$2U +Wft(l- -1H-1, 2, 3-HJ7»/-;k 

314mg) Sffcfc. 

Rft (N- (2-^OD-4-[ (7-fc h*D*v-6-* h*S/-4-*y 
**x]7x-;H -N' -^omU7, 80mg).,ft**U»7A (13 
8mg), ffiM<D*ffl& (48mg) $N,N-y^f;|/^M7i H (lm 1 ) iz® 
M L80X:T 3 ftmrnftLtz. Efcig^ttfcTjcSJn*., 7an*;UA-7"n/iy- 
* (3/1) TttifiLfc v *«|Ji$»|7(cj»gt^h»J^ATeiftL, M/£Tig&£ 

2SU 3fO<&rt;£tt£42mg. $4*40% T#£„ 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H). 1. 8 8- 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m. 2H), 3. 26 (dd. J = 6. 6Hz, 13. 2Hz, 2H), 

3. 99 (s. 3H). 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0 - 5. 0 6 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, l.H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m. 2H), 8. 26 (d, 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 

S*##fffi (ES I -MS, m/z) : 5 2 5 (M + + 1) 

^ffiMl 5 9 : N- {2-^DD-4-r(6-^h^^-7 - {f5- ( 1 H- 

1. 2, 3 - HJ7VA-JU- 1 *>7M**rzs) -A-*JV)V) * 

^x17x~;i/} — N ' -7nfcf;[/7U7 

h'J7V'-;K0.41ml), l-7P ; E-5-7Cm^>7> (l.Omlh 37fbx 

h^7>JU7>^^7A (lOmgh 3 M*IMfc* HJ *A*«« (lml) 

£7-feh> (10ml) 50 < CTl8B#^WLfeo R*fi^«Kl**llPit. 

^□□*;i,ATtefcBL£o hU^ATttiftU iETill^; 
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»U +|BH* (1- (5-^oo^>^I/-lH-l, 2, 3-HJ7V-Jk 
390mg) 

JK*4 (N- (2-£cm-4-[ (7-tKo+y-6-^ f>*~>-4-*/ 
•J;U) ^y]7i^JH -N* -7nt:;UtfU7, 80mg) ,«»*«J«>A (13 
8mg), mj£(D*Pfflte (51mg) lN,N-^/fM;|/A7$ H (lm 1 ) [Zjg 

;U (3/1) TfflfflLTt. W«E£&zKaEK^HJ9ATttjBU 

81 U »HO{b^*33mg, «31%Tt#fc. 

'H-NMR (CDC13, 4 0 0MHz) : <5 0. 9 2 (t, J = 7. 6 Hz, 3H). 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m. 4H). 3. 21 (d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 7 1 (s, 1H). 
7. 03 (dd, J = 2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H). 7. 51 (s, 
1H). 7. 64 (s. 1H), 8. 20 (d. J = 9. 0Hz, 1H). 8. 41 
(d, J = 5. 4Hz, 1H) 

M##rM (ES I -MS, m/z) : 5 3 9 (M + + 1) 

160 :N-f2-^DD-4 - ((7-f4 - (1H-1 S£\/U JU) 

7^y)-6-^hty-4-^'j;H 7x";U]-N' -7°DbT;U 

■71^7 

-f 5^^/-;K680mg). 1 -7"D^-4-^DD^> (0.93mlK SVitrh 
y-JJ-lVjy^-VL. (lOmg). *J«fc^3M*K^h«J^A*jSiBt (lml) £ 
7"feh> (10ml) £ig«?U 50CTl8l»#M«#Lfc. £j£Jg£fcK:7K£*DA» 

ML. «t>W* (l- (4-*on7^;W -lH-<5^/-;k 756m g ) 
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(N— {2-^do-4-[ (7-hFQ + y-6-^h + x-4-^; 
t+y]7x"JH — N' -^nmk7, 80mg) ,^Bt*U^A (13 
8mg), ^SJjt^fljliaiC^Mft (48mg) $N,N-y^^*JI/A7$H (lm 1 ) 

(3/1) TfflfflLfc. W»l*ms*«»^h'J^A'rteJiU fcEETig 
K*«3cLT*5n&»SS. fnnm / **y-^T£BBt-*HPLCK:«k 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3- 1. 9 5 (m. 2H). 1. 98- 

2. 08 (m, 2H), 3. 25 (dd, J = 6. 8Hz, 12. 7Hz. 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz. 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s. 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd, 3 = 2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s. 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

jyggy 6i ,-N- (2-^dd-4- (re-^K^v-? - (4-eu^;u 

-4-^;h'/'J-;na-*->} 7i3) -N' - (2, 4jz2ZJk 

fC£f (N ' - { 2 Dd-4 -[ (7-tKo + y-6-^h^y-4- + 
t+y]7i-JH — N ' - (2, 4-y7MD7x-JW »> I, 
T> 80mg) ,^Be*'J^A (138m g), 4 - 2 □ p/^P tf U V>m&1& (4 
lmg) SN,N-y75 1 M;PA75 K (lm 1 ) tI^$LmSTl80#TO#L 
7c. S^^^/(37j<2rJP^., ^□□*;i'A-^'P/ty -)V (3/1) T'ft6tBL7c. 
W«S*^7K«il^- h U 7ATSiL, «EETi8tSE*®*LT»e>«feJS$*X 

'H-NMR (CDCh, 4 0 0MHz): 54. 03 (s. 3H), 5. 46 (s. 
2H), 7. 03-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s. 1H). 7. 50 (d, J = 5. 9Hz, 2H). 7. 56 (d. J = 
2. 7Hz. 1H), 7. 61 (s, 1H), 7. 95 (s, 1H), 8. 09-8. 
18 (m, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, 1h), 9. 30 (s. 
1H) 

mmmi 6 2 : N- (2-?dD-4- (f6-^ h^v-7 - (2-^EJUfr'J 
7Xh*-» -4-*j-W-M**js) 7x.-)l) — N ' - (2, 4->'7 
MP7iZ^) frl/7 

M (N ' - {2-£oo-4-[ (7-tHD + y-6-^h + y-4- + 
i-VV-fr) t+y]7i-jH - N ' - (2, 4-y7MD7iZJ|.) r> \s 
7s lOOmg) .j^^U^A (857m g), 1, 2 - v^D^X* > (0.085m 1 ) £ 
N,N-y/^M7SH dm 1 ) \Z®ffi L^fflTl8^fffilfti*Lfc. SltJg 
^tCTKSrSo^., ^□□^;UA-yo/\V-;i/ (3/l) TfflfciiLTco ?rflRJi& 

ffe&U +W«: (N- (4- {[7- (2-yntlh + y) _ 6 -*h*5,- 
4-^>/'J-;^y) -2-^D07i-W — N* - (2, 4-y7^ 
£U7) *|HJft\ ^Kjfr'Jtf A (I38mg)> t;M^J > 

(0.05ml) $N,N-y^fJl/^A7SK (lm 1 ) K«»^Mt?18I5IBHI# 
L7c. KJKJEftttJC**lDA. ^□□^;i/A-7°P/ty-;i/ (3/1) TifitBLit. 

□ □ jJn^A/^ * 7 -^-CJBMTSHPLCfc «k 0 UK U *B0fl;£i»£57m g , 

'H-NMR (CDCh, 4 0 0MHz): 5 2. 5 4-2. 6 3 (m, 4H), 2. 

8 5 -2. 9 4 (m, 2H), 3. 6 6 - 3. 7 3 (m, 4H), 3. 97 (s, 
3H), 4. 2 5-4. 3 2 (m, 2H). 6. 7 7 -6. 8 8 (m, 2.H), 7. 

09 (s, 1H), 7. 14 (dd. J = 2. 7Hz, 9. OHz, 1H), 7. 
2 5 7 (s, 1H). 7. 2 6 4 (s. 1H), 7. 44 (s, 1H), 7. 90 
-7. 99 (m, 1H). 8. 22 (d, J = 9 . OHz, 1H), 8. 56 (s. 
1H) 
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WfkfttirM (ESI-MS, m/z) : 586 (M + + 1) 
gflgflU 63 : N- (2 4 - {f6-^ h^>- 7 - Q-^JPtE'J 
^D^^) -4-^±VU-;M^->} 7x-;i/) -N ' - (2, 4-y 
7MD7x-Jl/) frU7 

JKft (N- (4- {[7- - 6 4 

l-VV-fry***') -2-i70D7z-;W -N* - (2, 4-y7MP7 
x— >7l/7> 59m g) ,kH*'J^A (857m g), ^E;U*U> (0.043ml) $ 
N,N-y7?WM7>K (lm 1 ) fc*»LMTl8«FM««sLfc. g^S 
^ttC7jc&iDA. ^on*;UA-yoAy-;u (3/1) TfflttiLfc. 

#U aHO^»*53mg, «89%Tt#7c. 

'H-NMR (CDCls, 4 0 0MHz) : <5 2. 06-2. 16 (m. 2H), 2. 
4 3 -2. 5 7 (m. 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m. 4H), 4. 03 (s. 3H), 4. 27 (t. J = 6. 6Hz, 
2H). 6. .79-6. 91 (m, 2H). 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s. 1H). 7. 49 (s, 1H). 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
RS#tF?ffi (ES I -MS, m/z) : 6 0 0 (M + + 1) 
%tBfl!ll 64:N-r2-^DD-4 - (( 6 7 -f3 - (4-^ 

;i/bf^7vV) yq^->i-4-^^-'/'j-;u} 7xz^i-n' - (2, 

4-y7Ma7iZJb) <7U7 

JgC$f (N- (4- {[7- (3-7"Dt7"D#*y) -6-*b*~>-4-* 
^-yj-^J^+x} - 2-^DD7i~W - N ' - (2,.4-y*7MD7 
x-Jl/) £U7. 59mg) .kBWJSA (138m g). 1 (0. 
055ml) SN,N-y^?^A75H (lm 1 ) LMTl8PSWft# L 

7c. S^^-&^{C7K^iQA. ^□□7^;i/A-7°OAV-;U (3/1) Tft&aiL7Co 
*$SJI£&7fcffifc8^MJ£ATS£g|U «JET*li*«*LT»6tlfc8l*l&x 
-xJl/T&ff'U *«<&ffc;£foS58mg, iR^95%T'#7c. 
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'H-NMR (CDCh, 4 0 0MHz) : 6 2. 0 1-2. 1 2 (m, 2h), 2. 
23 (s, 3H). 2. 2 3- 2. 8 0 (m, 8H), 2. 51 (t, J = 7 . 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
7 3 - 6. 8 7 (m, 2H), 7. 13 (dd, J = 2. 7Hz, 9. OHz, 
1H), 7. 24 (d, J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H). 7. 4 4 (s, 1H). 7. 9 1-8. 0 0 (m, 2h), 8. 2 

1 (d, J = 9. OHz, 1H), 8. 5 6 (s, 1 H) 
H»J1 65 :N- { 2 4 -r (7 - (3-f 

(*5MU) 7$/i:/ptf*^} -6-^ h^v-4-^^-V'J-;i/) 
x.-)l] — N ' - (2, 4-y7MD7i^) frU7 

11*4 (N- (4- {[7- (3-7*D^ya^y) - 6 - ;* S*->- 4 
i-VV-)V]3r*is} - 2-^70D7x-JH — N ' - (2. 4-y7JW0 7 
xx;U) £U7, 59mg) .jssitfjU^A (i38mg), 2- (*h;i/7^y) X 
*S-)V (0.040ml) $N,N-^^fWA7SF (lm 1 ) l;g)|lSiaTl 

8mmmwLfc. fcjt^mzykzm^ ^pd*;i/a-:/pav-;u (3/1) 

nt^M^I-fJUJ^L, *IH©{t:&«to£58mg» iJX^100%Tt#fc. 
'H-NMR (CDCh, 4 0 0MHz) : 6 2. 0 6 - 2. 1 6 (m, 2H), 2: 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H). 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 28 (d, J=2. 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. OHz, 1H), 8. 59 (s, 1 H) 
Mmfttirm (ESI-MS, m/z): 5 8 8 (M + + 1) 

nmmi 66:N-f2-gPP-4- ((6-^h^->-7-r2 - (4-*?- 
JP^7'>V) Iht-»-4-^'JJH 7x-;H-N' - (2, 4 

-y7MQ7i^) frl/7 
JK# (N- (4- {[7- (2-7D^Xh*-» - 6-* h*i/-4-*c; 
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-2-£OD7x-;i/) -N* - (2, 4-y7MD7iZW 
50mg) JtStTJU^A (l38mg), 1 - * 5 > (0.055ml) 
$N,N-y/^*M7$ H dm 1 ) fc8#LMTl8l5ra«#Lfc. fcfo 
fi£4&K:7K&iJO&, 2uuts)i>lx-Zfurt/ -)V (3/1) TattJLfc. ft&M 

'H-NMR (CDCh, 400 MHz): 62. 31 (s, 3H). 2. 40-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz. 2H). 6. 48 (d, J = 5. 1Hz, 1H), 
6. 8 5 - 6. 9 6 (m, 3H), 7. 12 (dd, J = 2. 7Hz. 9. OH 
z, 1H), 7. 15 (s, 1H). 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 9 4-8. 0 3 (m, 1H), 8. 
25 (d, J = 9. OHz, 1H). 8. 49 (d, J = 5. 1Hz, 1 H) 
gfrffiflUl 67 :N- {2-^DD-4-r(7 - {2-f ( 2 - fc H U^j/JL^)V) 

OLgjkj T^yixh^^} -6 h^v-4-^/ Ujk) t=t^->i7x-M 

— N ' - (2, 4-77MD7i^) frU7 

JRA (N — (4- {[7- (2-7Dtih + -» -6-* h*->-4-4V 
U;i/]^x} -2-^QD7i-;P) — N ' - (2. 4-y*7;|/tD7i-;i/) 
■71/7, 50mg) ,&mt!*)Ok (I38mg), 2- X^/-;U 
(0.040ml) JN.N-y^WHTSF (lml) K*tfLMTl8l$IBJ 
Jt#Lfc. S*iB^ttK:**JDA, ^op*;uA-yD/ty-;i/ (3/1) Ttt - 

8I££X— rJUT&frU *H0{fc£&£48mg, «97%Tf#fc. 
'H-NMR (CDCh, 4 0 0MHz) : <5 2. 44 (s, 3H), 2. 7 1 ( t , 
J=4. 9Hz. 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t. 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t. J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m. 2H). 
7. 11 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, 1H), 8. 
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25 (d, 3 = 9. 0Hz, 1H). 8. 48 (d. J = 5. 1Hz, 1 H) 
H»J1 68 : N- (2 -7DD-4 - (r6-^h^v-7 - Q-^fr'J 
J7ui£±2l ±M*±kl — N' - (2, 

fflW (N- (4- {[7- -6-*h*->-4- + 

;'j;i/]t*y} - 2-^DD7xZJW — N* - (2, 4-y7MD7i- 
;U) £U7, 50m g) ,&Sfc#U£A (I38mg), : E;Ms»J> (0.044ml) £N, 
N-v7^^A75 H (lml) fcjg#LMTl8li#ra»#Lfc. RfcmG 
totojcfcin*., 9uuib)\,k--Jur\J-)\, (3/1) TttttiLfc. GffiM&M 

»U a«©<b^«f*32mg, iK^64%Tt#fco 

'H-NMR (CDCb, 40 0MHz) : 52. 06-2. 16 (m, 2h), 2. 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J = 6. 6Hz, 
2H), 6. 47 (d, J = 5. 1Hz, 1H). 6. 8 4- 6. 9 3 (m, 2H). 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 
7. 22 (d, 3 = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 9 5- 8. 0 4 (m, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 
8.4 8 (d, J = 5. 4Hz, 1 H) 

mMMl 69 :N- (2-7DD-4- {f6 h*->- 7 - (3-hf'Jv;i/ 
*±±}S) -4-*S V)U}**-» 7x~jU) — N ' - (2, 4-^7^^-p 
7X-JI/) »7U-7 

N- {2-y*on-4-[ (7 - t K - 6 - / h+y - 4 -* / UiW 
t^y]7x-iH -N' - (2, 4-y7M07x-JW £1/7 (55mg), 
mmfiOOA (31mg). (22mg) £N, N-v;* 

fMMjs k (imi) so&mtifwm&Lfc. msymm^&A 



WO 00/43366 



PCT/JP00/00255 



- 151 - 

'H-NMR (CDCb, 4 0 0MHz): 5 4. 03 (s, 3H), 5. 31 (s. 
2H), 6. 49 (d. J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 16 (m, 2H), 7. 31-7. 35 (m. 1H), 7. 48 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d. J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m. 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8.7 7 (s, 1 H) 

H»]l 7 0 :N-f2-^QD-4-({6-^ h^>-7-f2- (1H-1. 2, 

3- h'J77-Jh 1 zlik) Ih»yl-4-^;'JM ^-^-» 

N' - (2, 4-/7MD7i^) frl-7 
N- {2-£Dd-4-[ (7-kh'D + y-6-^b + y-4- + ;U;W 

t+;>]7i-JH — N ' - (2, 4-y7i^D7x-;W (55mg), 

mmxyyi* (3im g ), 2- (lH-i, 2, 3- hU7V-;i/- 1 --r;u) X 

4-;*3^U- 1 -^>*?>7Jt/*:J— h (36mg) £N, N-v*^JU* 
M7 5h* (1ml). \Z®ML, 80^-eira»Lfco Mi£T?§&£g£ LT'# 

SI££X-x;U-e75fc#U M£)fc&#3£46mg. iK¥72%Tf#£„ 
'H-NMR (CDCh, 400MHz):<54. 02 (s, 3H), 4. 53 (d, 
J=4. 9Hz. 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d. J = 5. 4Hz, 
1H) 

mmmi 7 1 : n- (2 - * h**>-4- (C6-*h*y-7- o - ^^u 
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N - 4 - [(7-t HD**>-6-^ K + ->-4-+^- 4 /'J-;i/) -2 
h + y7x-;H -N' -7'nt?;Ur>U7 (lOOmg), kSA'J^A (1 
38mg). 1, a-y^Dtya/^ (5 6mg) $N, N-y^fM^A7 
5F (5ml) lZ®mL&UT3mr*m&L1t. «EET8i«£S*Lfct#5ftfc 
SISfCTkSrinA, £OP*Jkk/2-7"DAV-;U (4/1) TfflitlLfc. W$ 

Jl'T&ftU N— (4- [7- ( 3 -7o -6-p<h^->-4- 
^±y>J-;H ^•>-2-/h + y7xZjH -N' -7°Dlf;P<y-l/7£5 3 
mg, W4 l%~C&1t» N- (4- {[6- -7-* 

h*->-4-*^-v/u=;w -2-^pd7i_)H - n ' -Voe;u 

"71/7 (50mg). j%m%W& (6 0mg). N-^^l/ trt^ v> (10 0 
<il).SN, N-y7fWM7$H (2ml) £$#LgfiT 1 6l$raffi# 

7h^77-f-l:J:0»fiL &m<DitG¥o*2 2mg, »42%Tf#£. 
'H-NMR (CDC 1 3 , 4 0 0MHz): 60. 97 (t, J = 7. 6Hz, 
3H), 1. 5 6- 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H). 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H). 3. 87 (s, 3H). 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2-4. 6 4 (m. 1 H), 6. 65 (s, 1 H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d. J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 
HS#*fffi (ES I -MS. m/z):5 2 6 (M* + 1) 

g||jjfll{ 17 2 : N— (2, 4-y7MD7iZJl/) — N ' - (2 r-^~>- 
4- {[6-* h*v-7- (3 -^;i/fr'J/-:7°D^v) - 4 -^'/'J 

N- (2, 4-77MD7I-W - N ' -4- [( 7 - fc H □ + 6 - * 
h**>-4-^l/U=;W **^] -2 h + y7i^7U7 (3 7 5m 
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g), &ft*'J2A (44 2mg), 1, (2 4 2mg) £ 

N, N-y/^MTSF (5ml) C»#LMT3l5ffljR#Lfc. MJE 

#U N- {4- [7- -6-* h*->- 4 -+±1/ 

Ux;H t+-/-2-^h + y7iz;W - N ' - (2. 4-/7M07x- 

9l/7^2 10mg, iR$4 5 %Tf#fc„ N — (4- {[6- 
□ -7-* h*->-4-*:M/'jx;i/| -2-i70D7irjH 
-N' -yntf^^l/J (130rag), HJX5S>P7 5> (0. 5ml). =E)U 
*'J> (0. 5ml) fcN, N-/7fj^M7S K (4ml) lc»|Lii 

2%T^fe. 

'H-NMR (CDC 1 , , 4 0 0MHz): 6 1. 9 7-2. 0 0 (m, 2H). 
2. 39 (br, 4H), 2. 49-2. 51 (m. 2H), 3. 58-3. 60 
(m, 4H). 3. 88 (s, 3H), 3. 98 (s. 3H), 4. 25 (t, J = 
6. 3Hz, 2H). 4, 2 7-4. 3 1 (m. 2H), 4. 6 2 -4. 6 4 (m, 
1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz. 1H). 7. 03-7. 
07 (m. 2H), 7. 2 8- 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 
5 5 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 5 5 (s. 1 H), 8. 
7 4 (s, 1H), 9. 18 (s. 1H) 

(ES I -MS, m/z): 5 9 6 (M + + 1) 
gflSffJl 7 3 : N- (2-* K^->-4- (r6-^h^v-7 - (3-^fr 
'J^'D^y) -4-=fr/'J;H:fr*->} 7xXJU) -N' -7°ae;UfrU7 

(N- (4-[ (7-kKo+i>-6-y h*->-4-*y >j;u) 
- 2 h + y7x'JH — N' -7'oe;i/^U7, 80mg) ,£K;fr»J£A (l 
38mg), l,3-y7D ; E7 , P/0 (0.10ml) $N,N-y7fMM7S h' 



WO 00/43366 



PCT/JP00/00255 



- 154 - 

^#'J£A (l38mg), =E)V-fci)> (0.040ml) 5N,N-y/f j|/*M7 5 K 

dmi) \zmmL^u^\mmmwbtz, s^^^k^d*, 
h-7nn;-)\, o/i) rte&Ltz. mmmzmMmi-h ^at^l, 

1 H — NMR (CDCI.1, 4 0 0 MH z ) : «5 0 . 9 5 (t, J = 7. 6Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m. 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz. 12. 9Hz, 2H), 3. 6 7 - 3. 7 2 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s. 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz. 1H). 6. 68 (d, J = 2. 4Hz, 1H), 

6. 76 (dd, 3 = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5. 1 Hz, 1 H) 

$iMM 17 4 : N- (2-*b*is-4- (T6 - ^ h^->- 7 - (4-tf'Jy 

iM -4-^yj;Wy) -7x-/u) -n' -yae;i/^tx7 

0$ (N — {4-[ (7-th'D + y-6-/h + y-4- + yij;W 
- 2 h^y7i'JH -N' -Zfo\Z)VVU7, 80mg) ,MK*U^A (l 
38mg), 4-^DD^^Hf'Jy>IHi (48mg) $N,N-y^f»A 

75 k dmi) \zmMv&UT'immm.Wbtz. Km^mz7k*mx. t>u 

u*)lh-7'urt; -)\, (3/1) TttaiL/zo WM^^K^^-hU^AT 

^■r^HPLCdctOML, 5:65m g, JR^67%Tf#fc. 

' H — NMR (CDCIa, 4 0 0 MH z ) : 6 0. 9 5 (t, J =7. 3 Hz, 3H). 

1. 5 2 - 1. 6 9 (m. 2H), 3. 24 (dd, J = 7. 3Hz. 12. 9H 
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z, 2H). 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J=6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H). 8. 43 (d, J = 
5. 4Hz. 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 
mmmi 7 5 : N-X3M1/-N' - (4- (f6 S^->- 7 - (2 -^Ufr 
U7Xh^-» -4-^/'j;H^f>} -2, 5-y^f;|/7x^) frU7 
0^ (N-X^U-N* - (4-[ (7 -t KO*:>- 6 h*->-4 - + 
2, 5-y/W7iZjH -^7 1/7. 76mg) J*g?#'J7A 
(l38mg)> l,2-y^D ; EI^> (0.085m.l ) $N,N-y/fMM75 
K (lml) (3?g^LmM-ei8B#P^^L^o £jfc^£t/Kl7k£;&D;L. 7PD* 
;UA-7°D/V-;U (3/1) TttfflLto W$J1 £*S7Kg£gg:>- h 'J 7 AT$££I 
U MEET?§^$r@5feLT#^>tlfe?5$$:X-x;H!^L, ^HUft (N— (4 
- ([7- (2-7a*Xh*:y) - 6-/ h*~>-4-*/ -2. 
5-^^7x-JW -N' -X^;i,7l/7) &t#7Co m^#'J7A 
(l38mg)> =E;M*U> (0.044ml) $N,N-y^fMM75 K (lml) \Z 

;u (3/i) TiaaiLfc. frtti^^fittt^- hj^at&^u met^^ 

®5fe UTf#<=>*l7c$$£ 2-7 □ U*)],K/* 7 y -/l/T^^T SHPLCtC J; OMSi 
U ^H<7Mt&tl£72mg, JR^73%Tt#/io 

'H-NMR (CDCh, 4 0 0MHz): (51. 10 (t. J = 7. 3Hz, 3H), 
2. 07 (s. 3H), 2. 16 (s. 3H), 2. 5 3 -2. 5 9 (m. 4H), 
2. 8 8 (t. J = 5. 9 Hz, 2H), 3. 2 0 - 3. 3 0 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J= 5. 4Hz, 1H), 6. 88 (s, 1H). 7. 35 (s. 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1H) 
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mmmi 7 6 : N-T4 - ({6-* h*v-7-f3- (4 - t^^M^y ->7) 
7 P D^->l-4-^y | J;H -2, 5-/^^7x-^l-N' -7 

ISCtt (N- {4-[ (7-tFD + y-6-/h^y-4-^;UiW 
-2, 5-y7^7HJH - N ' -7u\Z)VOV7. 80mg) MMt) 'J ? 
A (138m g)» 1, S-y^DiyD/O (0.10ml) £N,N - v^;i,*;kk 
75 H (lml) fc^L^Ti8W»Lfc„ MrM^tltCTK^SD^, *P 
n-fc)VA-y°uny -ju (3/D TML/i. M®£*s7kM:f- k y >7At 

- (4- {[7- O-yotyD^y) -6-^h + y-4- + ;iJW 
-2, 5-y^f^7x-;W -N' -7*Dt;;H)l/7) tw, 
m&fiVOA (138m g). 1 -**)V\i*7*J> (0.055ml) £N,N-v*^;|/ 
*^A7.5 K (lml) fc&#L£iTn8l$IHS&#Lfc. KfcSSfcfczkfcill]*., 
i70D^A-7"D/V-^ (3/1) TttffiLfc. W*S£it7K5iSEgtf-MJ2 

fc£tl£33mg< 451^31 %Tf#fc. 

'H-NMR (CDCh, 4 0 0MHz) : 60. 91 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 5 8 <m, 2H), 2. 0 7 - 2. 2 0 (m. 2H), 2. 12 (s, 
3H). 2. 23 (s, 3H). 2. 28 (s, 3h), 2. 3 3 - 2. 7 0 (m, 
10H). 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H). 4. 2 4 (t, J = 6. 6 Hz, 2H), 4. 6 4-4. 7 6 (m, 1H). 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d. J = 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9- 7. 4 3 (m. 2H), 7. 54 (s, 1H). 8. 
42 (d, J = 5. 1Hz, 1H) 
n&fttirm (ES I -MS, m/z) : 5 3 6 (M + + 1) 

Mffimi 7 7 : N — (2, 4-y7J^D7i-Jb) -N' -f4 - ({6-* h 
*S/- 7 -r 2 - 2, 3-m7'/-^-l--f^) Xh^yl-4 

z±JJUkl -2, 5 -s>'^^;i/7x-;ui^ix7 

EM (N — (2, 4-/7MD7IZJI/) — N ' - (4-[ (7-tHD + 
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y-6-^^y-4- + ;UJW 2. 5-^^7z=;H r> 

7, 93mg) Jt^'J^A (l38mg), 2- (1H-1, 2, 3-HJ7V- 
)V-\-^)V) 4- *=F)V- I -^>V>X)\,7 (52mg) * 

N.N-y/^WAJSH (lm 1 ) fciStfUSO'CT 5 BfOT^Lfco KJfcjg 

£tofc**jDA, ^□□*;I/A-7'dav-;p (3/1) TfflttiLfc. £$Jf£ 

;UA/^^y-;UTSPBrSHPLCt«fcO»il!L. *JB©ft£to*33mg. JR* 
30%Tl#fc. 

'H-NMR (CDCh, 4 0 0MHz): 52. 10 (s, 3H), 2. 19 (s, 
3H), 4. 01 (s, 3H), 4. 51 (t, J=4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H). 4. 94 (s, 1H), 6. 28 (d. J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s, 1H), 7. 
36 (s, 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 9 9 (s. 1H). 8. 0 8 (dd, J = 9. 3 Hz. 15. 1 Hz. 1 
H). 8. 4 1 (d. J = 5. 1Hz, 1H) 

UMmi 7 8 : N' - (2 -2 DP- 4- (f6- / h^v-7- (2~=E;i/ft 

uyxK^-» -4-^^-7'j-;i/i^-^->) 7i-ji/) — n. 

TO (N' - [2-2UU- 4-[ (7-tKD + x-6-^h^y-4- + 
^-V/'J-;i/) t^y]7i-JH — N, N-vpWl^l/T. 80mg) ,Wlt* U 
9 A (l38mg). 1,2-/7d : E13'> (0.085ml) £N,N-vp<3^l/*;t/A 

u*)ik-7un; -)i (3/D X'^taLtz. GmmzmTkmn-hvtr&'e 

ttJRU «EET««ES:«*LT^5nfca$«:X— f;PT«s»L. *M«: (N' 
- (4- {[7- (2-7'D^Xh + v) -6-/h + y-4-^/U-;i/]t 
-2-^DD7xXJU) -N, N-v/5 L ;P7l^7) £t#fc„ ^ 
Kfc'JtfA (I38mg), t;i/*U> (0.043ml) ^N.N-y^fMMTS K (l 
ml) fc*tfLMT-lft«#Lfc. Sftg^toKzKfclJna.. *do*;UA-7* 
□ AV-)U (3/1) -CttffiLfe. tm^SttthU^ATftliU «EE 
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T®mz%£ Lxn *>ntz%2 * □ *jua/* * y -;pt«hjt shplck 

'H-NMR (CDCI3, 4 0 0MHz) : 6 2. 5 8- 2. 6 6 (m, 4H), 2. 
9 0- 2. 9 8 (m, 2H), 3. 08 (s. 6H), 3. 7 0 - 3. 7 9 (m, 
4H), 4. 02 (s, 3H), 4. 2 9-4. 3 7 (m, 2H), 6. 97 (s, 
1H), 7. 15 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s. 1H), 7. 49 (s, 1H), 8. 36 (d. 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 

mmti-mm ces i -ms, m/z) : 502 (m*+ n 

^MffJl 79. -N' - (2-gPD-4 - (f6-^h^->-7 - (4 

uy^h^v) -4-^^-y'j-;i/i^->) 7x-;b) -n, n-v^^;u^ 

ISOft (N ' - { 2 4 -[ (7-tHD + y-6-/h^y-4- + 

±V/U-;U) t*X]7iZJH — N, 80mg) .Mjtl'J 

■y*A (l38mg). l,4-yyat^> (0.12ml) 5N,N-y7f;i/^A7 
(lml) Kfc#LMTl8B*ra«#Lfc. KfoMSmZTkZMZ.. >7UU 
*)VI*--7unj-)V (3/1) TttfflLfc. WiiSi**KtMJ^m 
»ffiT*«E£«*LTfll&n3tas*x— r^Tife^L, +IBJ# (N ' - 
(4- {[7- (4-7'Ot7'h + y) - 6 - ^ h + ~>- 4 -*^l/'J 
x} -2-^7DD7i3) — N, N-y7^Cl/7) flSH*, 
TJ'JtfA (I38mg). ^;i/*'J> (0.043mi) $N,N-y/f WATS H (l 
ml) ICitiLIi&T-WLfc, EJ&ig^fljKTK&Jn*, y*PP*JUA-7 
un;-)V (3/1) TfflttlLfc. W«JI£&zKS6»:fMJ*AT«j&U MEE 

'H-NMR (CDCh, 4 0 0MHz): 3 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s. 
6H), 3. 6 4 - 3. 7 5 (m, 4H), 4. 02 (s, 3H), 4. 21 (t. 
J = 6. 6Hz, 2H), 6. 97 (s. 1H), 7. 16 (dd. J=2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s. 1H), 7. 28 (s. 1H), 7. 2 
9 (d. J = 2. 7Hz, 1H), 7. 48 (s. 1H), 8. 36 (d, J = 9. 
3Hz, 1H). 8. 5 9 (s. 1 H) 

HflSggi 80 : N' - {2-puu- A - {f6-^ h^v-7- (4-bf'J>? 

jM_L±id -4-^^ > yj^;i/i^'>} 7x_;i/) -n, n-v^^p^u 

7 

TO (N' - { 2 -*00-4-[ (7-kh'D + y-6-^h^y-4-=r 
t+y]7i~;H -N, N-5>*^£U7, 50mg) ,m^*'J 
£A (138m g)> 4-^OD^^;i/eU^>ttKift (49mg) £N,N - 
' *;i/A75 K (lml) l:i§ilIiaT*18HrWLfc. S^^f37jc^jDA, 
o*;UA- -;U (3/1) TffflmLfc. W«E£MzKfiisBS:J- MJ £ 
ATSSJS U «ff TiS«E*S3c LTf# btt£g|£ £ ? p n*;UA/* * y -;ut 
JSWrSHPLCtiOfflfSSIL. &S©ft£to«:37mg, «60%T#fc. 
'H-NMR (CDCb, 400 MHz): 33. 07 (s, 6H), 4. 07 (s, 
3H), 5. 32 (s, 2H). 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H). 7. 41 (d. J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (d. J = 9. 0Hz. 1H), 8. 58 (s. 1 H). 8. 63 (d, J = 
6. 1Hz, 1H) 

K«$HJfM (ES I -MS, m/z) : 4 8 0 (M*+ 1) 

^mmi 8 i .• 2 - {r4- (3-?dd-4- (r (y^way) 

TO (N' - { 2 -y-DO-4 -[ (7-tHD+y-6-/h + y-4- + 
^-ytJ-;U) ^-+->]7oi-;U} — N, N-v* 5^-71/7. 50mg) JSi^'J 
£A (I38mg). yotft8if;|. (49mg) ^N.N-^^fMJl/ATS H (l 

mi) izmMis^T'ismmtstftvrzo Kmm-swzfc&Dn^ ^dd^a- 

7*n/V-;u (3/1) T'ttffiLfc. *T«»«:^*fifcK^ h 'J 7AT^iU M 
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'H-NMR (CDCls, 4 0 0MHz) . 5 3. 0 7 (s, 6H), 3. 8 2 (s, 
3H), 4. 06 (s, 3H). 4. 87 (s, 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H). 8. 36 (d. J = 
9. 0Hz, 1 H), 8. 6 0 (s, 1 H) 

82 :N' -r2-^7DD-4- ({6- / h*->-7- f3- (4-^ 

m& (N ' - (2-^DD-4-[ (7-tKD + y-6-^h + y-4- + 
^/y-;i,) t+y]7i-;H -N, N-v*^0ly7, 400mg) M&t) 
U^A (966mgh l,3-y7'P ; £7*D/1> (0.51ml) £N,N - i?*?-)V*)l 
(5ml) \Z®Mbm&ri8mffl®WLfz. ^^tll37jc^Jnx.. ^7 
□ □^;i/A-7°0/NV -)V (3/1) TtttHLfc. ^^^^^^ h U^A 

* - (4- {[7- (3-7*0€7'0^y) - 6 h**>- 4 -+^7U - 
;U]**->} - 2-^DD7i^) - N, N-v^^^T) £398mg> JR 
*78*T?&fc. *BH* (51mg), (l38mgh l-P^Utf^^ 

> (0.055ml) $N,N-y/fMM7Sh* (lml) £jg#LMTl8l#H 

flt#Lfc. S^^JctK^JdA. 2unfr)Vi±-yuny -)V (3/D Ttt 

3S**X-x^"C«e#L. *jBOfk^ttS:46mg. «85%Tf#7c. 
'H-NMR (CDCh, 400MHz):<52. 06-2. 16 (m, 2H). 2. 
29 (s. 3H), 2. 3 0 - 2. 6 0 (m, 10H), 3. 07 (s, 6H), 4. 
02 (s. 3H), 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 29 (d, J = 2. 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d. 
J = 9. OHz, 1H), 8. 5 9 (s. 1H) 
KSa-tfH (ES I -MS. m/z) : 5 2 9 (M + + 1) 
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mMMl 8 3 : N' - { 2 -£ □□- 4 -f (7 - (3-f (2-b h'D^ylf 

)\>) 7$yiya^^->} -6-* 4-*j-w-)V) a-^>i 

7iZJW -N, N-^^^;i/^7U7 

M (N ' - {2-700-4-[ (7 -t: Kn*->-6-p< N*v-4- + 
^-VU-;U) ^/]7i-JW - N, N-vpt3MP7l/7, 400m g) M&jj 
'J 7 A (966m g)> 1,3 -Vyu^uny (0.5lml) £N,N-:/^;k*;U 
A7=h* (5ml) \Z®ML£&Tl&mm®WLtz. E^^M^SO*, 7 

□ □^;i/^-7'dav-;i/ (3/D rmmLrco ^mm^mymmi- h u ? a 

' - (4- {[7- (3-^Ot7'D^y) -6-^ h + x-4-^^-V/U- 
- 2 -^OD7iZW -N, £398mg, iR 

^78%Tt#fco (51mgh M&^U^A (l38mg). 2- 

X^/-^ (0.040ml) ^N,N-y7fM;^75F (lm 1 ) \zmMLMi& 

T*i8mr*m&btzo K^^mzy^mx., ^oD^^A-yoyw-^ (3/ 

'H-NMR (CDCU, 4 0 0MHz) : 5 2. 0 1-2. 11 (m, 2H), 2. 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H). 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s. 1H). 7. 44 (s, 1H). 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) . 
R*#tfrffi (ES I-MS, m/z): 5 04 (M + + 1) 
UliftJl 84 :N- (2-gPd-4- {[6- / h*->-7- 
7'a^^-» - 4-*i->/i)-)i,] 7xx;u) - N ' -*^;l/frU7 

N-{ 2 - 7DD-4 —[(7 - t h'O^y- 6 -> h*>>- 4 -)V) 
7i~JH -N' -y^;U7l/7 (2. Og) £N, n-^^smO' 
A75H (5 0ml) l:»)SU h 'J 7 xX;i/*7 7 -r > ( 2 . 8g), ^'Jy 
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;-?UrtJ-)V (0. 9g). ylW;y*M+->7-h (1. 9 g) £g& 
JjDLfc, 2^181^1716^, HJ^i-Jl/tfT^ > (2. 8g). tf^'JvV 
yp/1/-;U (0. 6g). ylfJl/T'/y^W+y^-h (1. 9 g) fcHtf 

^□D*W/^;-;P (2 0/1) ■CIIIt5y | J*Wo7h^57^ 
-iC«fcO»»L, *JBO<b^«*6 5 Orag. iK$2 5%TIIL 
'H-NMR (DMSO-ds, 4 0 0MHz) : (5 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3- 1. 5 3 (m, 4H), 1. 9 6- 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d. J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J=6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd. J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J=2. 7Hz, 1H), 7. 54 (s. 1H), 8. 07 (s, 
1H). 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
nmfttirm (ESI-MS. m/z) : 5 0 0 (M + + 1) 

nmmi 8 5 :N- (2-frDP-4- ([6-^h^->-7 - (3-hf^'Jy; 
^D^^v) -4-^^-'/U-;l/] shfr->} 7x-JU) — N ' -X^;i/frU7 
N-(2-^DD-4-[(7-th'0+y-6-^ h + 4 -*^/'J -iU) 
7iZJW -N' -If;^U7 (2. 7g) £N. N-5?^^;w*;i/ 
(3 0ml) l:iS»U h 'J7x"M77^ >(3. 6g). fc^'Jv 
;7*o/V-;l/ (1. 2g), yiW/y^W^y^- h (2. 4g) £Ss 
jJOL/r. 2«rMMTtt»ft, hU7x-M77-r > (3. 6g)> tf^'J->V 
yp/V-;U (0. 8g)> VX^frTVi/tDm^lsy-b (1. 9g) smx 
SSJQU $6f3 1 0P#P B m^Tfl£#L/i o «ffiT&*H£S*U H£nfc3SSt£ 
^PP*;i/A/^^y-Jl/ (2 0/1) Timy | J*mD7hy , 77^ 
-fcJ:0tt9ilU SiOMSl. 5g, M4 2%Tf#fc. 
'H-NMR (DM SO - do. 400 MHz): 6 1. 08 (t, J = 7. 0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H). 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz. 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd. J = 2. 7Hz. 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, J = 2. 7Hz, 1H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, J = 9. 3Hz, 
1H), 8. 5 5 (s. 1H) 

Sfi^WM (ES I -MS, m/z) : 514 (M + + 1) 

HflSflll 86 : N — (2-^dD-4 - (C6-p< h^->-7- U-bf'Jv;!// 
-4-*y»j;U] 7i-^) - N ' - (2, 4-y7^D7 

N- {2-*on-4- [(7 - h Hd*-> - 6 - ^ h + ->- 4 - + ; Or 
7x~;U} - N ' - (2, 4-y7*tQ7ir;W ^1/7 (5 5mg), 
(6 2mg), 4- (i7DD^^) eUS^>Jt[Rtt[ (2 2mg) $ 
N, N-^?MM75h' (1ml) KjgfllL 8 0 tT 1 P*IHMJM*l/fc. M 

'H-NMR (DMSO, 400 MHz): 3. 98 (s, 3H), 5. 41 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m. 1H). 
7. 2 5 - 7. 3 7 (m. 2H), 7. 47 (s, 1H), 7. 4 9 - 7. 5 2 (m, 
4H). 7. 55 (s, 1H), 8. 08-8. 15 (m. 1H), 8. 24 (d, 
J = 9. 0Hz. 1H). 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
63 (m. 1H), 8. 81-8. 83 (m, 1H), 9. 30-9. 31 (m, 
1H) 

nmfttiim (ES I -MS, m/z) : 5 6 3 (M + + 1) 
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+ a^-W:fe^TEGM-2^i (^P^xf ^ftckDHA) T5 0~ 
7 0%P>7;i/X> h<h&££Ti£«U ISI^T9 6 "7 x Jills'?* I/- Ml & 
-7x;H. 5X10'Mtlf;. 3 7t;Tllftig«L£^ Jgit!i£0. 5% 
7^tef?Hilt*$r^tfEBM-2M (7 P*x-f 4 

T3 7-CT?M(3iraigSL^. thl^^IifMlf (UTF> VE 
GFillSf ) 5 0 n g/m 1 tiiJnU 3 7T;T8#P^ 

ffliS£*iJ?&L7c. ^ite^^U«ifla^U>^M^g^7X (pH7. 4) T8fc 
#L7cf£. "J^MM (l%Tr i tonXlOO, 2mM^hAtyiH 
thU-^A, 1 mMlf l/>y*75 > 4 ^ 2 t h U A ^^tf h U 
A^7X (pH7. 4)) £10 /z l^iDLfeo 4"CT 1 P^f^S LTifflflS^ pjjgffc 

»LJ;<^^Lfco :«ig^2/i 1 5PVDF7^^-l:K7 b^Py b"T 
S^ctT^^-fr. Z<D7 4 )\,?-\Z^^Ttii^n^>i) >mkMAPKVifc(m 

U>Stfb£ttfcMAPKM£x>vb^-*-T??£fiU »^»##STT" 
(DV E G FiJlDl:.];^ 'J >iftMA P Ki^ 10 0%, »IM^VEGF 
^#STT<7) U >&fcM A P K»£ 0 % t LT. &ffc$lK??ftTT*<D U >mtM 
APKIW:. £<OU >8KLMAPK^f;:J;9MAPK<7)?Stefc£5 0%PI 
#T3<mc&g&fcm^»<7>«g ( I C„) £HfcBL/i. 
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mmumM2 : el i sAmzmHZK.DRi)>wutm&m&<Dm&. 

t hKDR£h7>77i^ya >LfcN I H 3 T 3 «(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")^ 5 %&&X7>'(->*F-a.'<-9pq\ZtS\,*T 1 0 %V i'f&ffshmZ'StlD 
MEMigife (GIBCO BRLttcfcDf&A) "C 5 0~7 0 % □ > 7 )Vx. >bt 

;U¥JSyi^-h{Cl. 5 x 1 OWwe 1 1 ttzZ&o\zMmL3 7 t CTllftig 

mistzo o. i xvzsffeffikmz^tsDMEMmMz&mL. ^^^jux^^ 
-> h izmm^itrz^m^m^^^Mzmu lt 3 7 ttsi: 1 b#f^s Lit. 

k httlAAilJlllVl^&mB? OUT, VEGF ^MWlOOn 
g/m 1 tftSckSlCgsillL. 3 7.TCT2»M«tt*JWaiLfc. «tt«^LI0 
ft^y>ttflff£3fttt* (pH7. 4) Tftim pT»{t««fK (2 OmM H 
EPES (pH7. 4). 1 5 OmM NaC 1, 0. 2%TritonX-10 
0. lOXGlycerol, 5mM 3r)VVK1- s J)ltiL± h U^A, 5mMlf 
l/>> ? 75 >4»®2^- HJ9A. 2mM Na<P?0?) 5:5 0 w IeSsJdL, 4 

x:T*2WianiaiLT«iJBiiiiattftiiaiLfc. 

EL I S Vu-JV— V (Maxisorp; NUN CttJ; Oi$A) \Z 

5 us /m l ©tit phospho-tyros ine JrCft (PY20 ;Tran 
sduction Laboratorie sftJ;9j8tA) ££trU >&Mffi£. 
m-k&7k(pH7. 4) £5 0 # liJOAT. 4*CT 1 Bfc^KL-@*gfc£fT ofc. 
:/l/-h£8fe#Lfc&, 7*D^>^»S3 0 0<t 1 SSjtaLMT 2 ftMHWlL 
T^Py*>^ftfft>fc. ±I50«»ffi^^±«^L4t:Tl^g 
Lfc. fctKDRtr[# (^>*^-X*tJ;9J8iA) *M 1 ^WElSS 

ctOJ^A) SMl«fMS«?*-&fc.-iSfe#«, ^;W+y^-t'ffl^fiiI (ft 

^f?±^^miJDL^^ih*TT<^a7 p l/-hU-^(Ccfc0 4 5 0 n 
mOflWfc&eMfcLfc. ««5«:»iD-li-rVEGF*«iDL/7i«^©!»^S^l 0 
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zmgmzj&st). M^tiK<z)KDRu >^5 o%mmmm (ic so ) ^ntaL 
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A3 7 5 1 h^yy-^mm mmmAmm^^ox^) 2 x 1 omb£# 

^ft-X7<h'(FalconS) ICllL, 3 7 c CT^Lfc. 

fc. m«;IB£tt, (2 0 0 tf g/ml) £<£tr 5 0 ^ g /m 

<fcbfc«Bjia*«Kje>&n5«^n« (2+). 1 owMTfiMWciwi*^ 
nss^ufct (+) tLfc. i o /zMT^M{kL/t»^ig*e.n^^ 

(-) iLfe. 
tea 3 { C tk $ ft 5 <h £ 0 T : & fc. 
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Lit. &-£IH#i B <Dffl;H#*g £ 1 £ Lfc £ £ <D*f MSI © x a g ©JMftSi ICx. 
&&<fc£tl&^P©H-S#:*t£Tx£U (TGIR) = (1- 

Tx/Cx) X 1 0 OZTfrftTzo 
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l. it (I) cft^$fc«tn^lf&5i;f§t^^lfet<(i« 



R4 

(±12^4' , 

R\ R\ &£ZtR s te, ®-ZtztegteoT^Tlb£< . 7jc^T. C,. 6 7;i/ 

Cm7;hj*->s, c 2 . 4 7^y^;i/». c^M^^m ^hos. £ 

£&75/S£3lU uCCJ^+JH, c, 5 7;m + ^s, C 2 . 6 7;i^~;US 
n*isj])\,#-)Vm, 75 (;©7S/1©1 £ fete 2 07^0^4^ ^-ft 

^•*n, cjj^m (^cDCM7;w^«7K^s^fc«CM7;u3+->S{3cfc 
og^^nx^Tfect^) \z^v)m^nx^xh^), ir ,! r ij n-c (= 
o) -o- (R'^itfR"^ m-tt\mt^T^Th&<, ymmTZfctz 
Cm7;p+;h (ci(D7;wi,s«7j<^s^fe«CM7;m^v«{c e tf9^$ 

tick o«ft$nT^Tt> i^fiftsfctt^fifto 3-7 mi%mm£.mi£fzizmm 
stasis u mito&iziti&mr) \z^i)mm^nx^xhj:<. 

>m?, C>,7)l*)\,m> C,,7)Un*^ CJJ^^ti, -KdS, £ 

tzteTzsmzmL. <iu r\ r\ R'&^ztR'mTtfymm^zm-tztte 




R6 R9 r10 
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#-)Um<D7)l*)\s®ftte. /\Dy>J^f, C,,7Jl/n + yI, 7=-/S (75 

j » « c w 7 )vu * >-s t «k o mm £ nx k t t> j; n c m 7;i/^ k £ o mm 

R"tt. c m 7;u+;pji, c^i^^g, c«7;n*-;uai (c, s 7;^^ 
c l *7)\s>r-)\,m&&TSc i *7)v*-)vm** -tn-en, Apy>jK«fc 

fiC^UP + ^SCtORft^nT^Tfe^tO^ £fcttR"- (CH,) n- (n 

o ~ 4 om:*^ u R ,j «^as^«^?D0 3 - 7 juftsmass&tttt 

/cOT^fP©3~7M^^^feM^ < i:III^L/c-^ttT^-pT ! bJ;^) * 

2. R\ R'45«fctfR w *<*&jrP*£-r. 1 C|3«0{fc*«. 

3. RWTkJWK^fcatU R'^-ttXR^^m^Sfctt^^Jc^^ 

4. X#N*fcttCH£3iL, Z#CH£*T, tt#m KHEtt©ffc£te. 

5. s da) wt£®£tcu*ftz<Dm¥mz%f-®T'tzmbL<te®m 




R24 r27 r28 



(la) 



• # 

WO 00/43366 PCT/JPOO/00255 

- 192 - 

R l '£«fctfR»fi, E-*fcttJ*&-3WT:t>J:<, #«.£C,..7;Hr**>** 
fctegR"- (CH,) p-O- (R"tt, ADy>Hf, TK&g, Cm7;U3 + -> 

£. CM7;m+*>*;uxt?-;ps, 75/* (d©75ys©isfctt207fc* 
am*. -en-eti, c„7ju*;us (^ocM7JU+;i/Stt*Bts*fcttc M 7;u 

3*^SCJ:»)fift3ftTHTt)J:tO OBttSttT^Tfcj;^), 1R"R 
,J N-C (=0) -O- (R»*J:^R u tt, ra-£fctt*fcoWCfeJ:<, * 
*K : F*fcttCM7;p*;i/ai (n©7;wusfi*BfeS*fcttCM7;U3 4 i ^S 
fCeboe&snT^Tfc.fcn) tar). (s> m- cr h «, c. 

.7;p*^SfC«J: 0«lftStlT^Tt)«kViffifil*fctt^fiS»O 3-7 
ISfcttlii^S^gL, m«0 Sfcttl £ST) ptel~6<Dg$c 

R J \ R 2 \ R»&£tfR»\t. H-$fcttftfc^TV*Tt>,fc<, tK^HT, AP 

y>nc?> Cm7;p*;hs. c w 7;m*$/as, c^7)v^)v^-tm. -Hps, 

£&«73/S£«U <IU R", R\ R'^i^R^T^SRJS^Ftarc: 

*fcttCM7;U*;k&;|/#:z;P£t&U C^7)V^)V^1t\tC^7)l^)Vi3)V 
#-)V&07)V*)VUft\Z* Aoy>gf, C ,.< 7 ;U 75 /£ (7 5 

/SttCM7;u3+^stj:oaft$nT^Tt)«k^CM7;i/+;usc«fc>)«si 

R"tt, Cm7;p+;us, c M 7i^-;H, c M 7;i/^-;us (c,j;w 
& c M 7;u^r-;us*5 c fc^c M 7;u*n;i/Stt, zn?n, /\ny>m?£tc 

\$C>,7)\sn*i/mz&K)m&2tlT^Tb<}:^) ZtzitR"- (CH,) q- (q 

iio~4©it$gt, R a itmm&ttitt&ft<D6 am%9i]5.m&fz\mmm 

^fzitC t ..7)ln^'>miz^r)mm^nx^XhJz<, £tz> flfiOfiSftSfcttT 

T) 
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7. R'^^zfR'-'m^rn^-mmmmcTjun^^m^mb. 
&R n - (ch,) p-o-$rsr, m#m5izmm,<Dit£®)o 

8. R'\ R'\ R"*J:^R"0^35i:<tfci'33ft»ADy>K«*-r, »tf 

9. r j \ r m , R }, &<ktfR u o)<!>u<tbi?tf&mm?£rcte7ymm? 

10. R 8 , R*\ R M *J«k^R J, 0^7i< < i:t,l^*«CM7;^;US*S-r. 

11. R"> R», R ! ^£tfR : 'cD?l3 2 0^3^g£^U SD«2^ 

12. R M , R-\ R"£cfctfR :4 tf)4>&< <kt> 1 hpg, 75/g, C 
m7;1/3**>S, *fcttCw7JW^****f . 5 Kffi«fl>fb£4&. 

13. R ! \ R^cfctfR^zKSJg^afU R M *«APy>«^, Cm7^ 

c w 7^3*^i, -hoi, ££tt7s/S£gnr. it^sictett 

i 4 . r"& «fc^R»©pf**«**fflc^««r. 5 izmm<Dit£® a 
is. R"*«fctKR"o^rn^s/tttii5^*t**i(™n©ai?r«r. 

16. X*«CH*fcttN**L. 
R ,, & e m'R"##g&C„7;PD*xS£gU 
R'\ R , ^fe«fctfR , W7K*i B H 6 £»U 

R^/\Dy>if t Cm7;wus, Cw7;P3*^», ztzit-bamzm 

R'^cfc^R^TK^^^L, 

R"*<, C,..7;U+;US, C»7)Wr-)Vm. C»7)U*=.)U& (C,47W 

s. c M 7;u^-;ua*j:^CM7;u*i:;ustt. -ttt-en, Apy>jgFp$fc 

ttCw7;pP*->S»C«fc0«j|$nT^Tt)J:lfO Sfctt- (CH,) q-R" (q 
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□+">s»w«kofi«i$nT^Tt)J:^7x-;i/S, trusts, sfctt^-7^;i/ 
sat. 5 tiH«©fk^». 

17. X#CH*fcttNfc«U 
R J, *«J:^R"^M«ICM7;U3 + ->8^gL, 

R l< #Apy>®^ c m 7;p*m, c,.47;m^->s, *fcii=hPS&a 

U 

R»a«. c,47K;«, c»7)Vtr-)vm* c^yj^-jum (c»7fr*)i> 
S, c M 7;uy-;u»*«k^c M 7;u*-;i/Stt, ^tvetu Ao^jjR^fc 

ttC w 7;m^vSk:«kO«Si$nT^Tt)«fc^) (CH.) q-R" (q 

tto*fctti©fi»^L, R"ttAoy>^, Cm7;u^ji/SS^«Cm7;p 

18. X#CH£fcteN££U 
R". R"^cfc^R J4 ^7K^IE^^SL. 

R 24 #APy>/SB^ C,. 4 7;U+;US, C^l/P^vg, £fcte:iHP»£^ 
R"j&*tK^JI^£3cU 

r"^ c,. 4 7;u^;us. Cw7;i/^r-;i/S, c M 7;i/*-ji,g (c.7;mmlv 
c»7;i/er-;i/S^«kr;c M 7;i/4-;i/Stt» -tn-en, /\py>if*ft 

ttCw7;i/D + ->Sfc«fcOB«l$nT^Tt>«fc^) Sfctt- (CH,) q-R"(q 
ttOJfcttlCit^L. R M ttAoy>HC^, CM7Jl/*JHStttC,.,7^ 
3 + *>S»C«tf9filft$nT^Tt)J:^7x=:;i/S, fcTUSW*. *fctt^7?-;U 

19. X*«CH*tHN$*U 
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- (CHi) p-0-£3EU 
R>\ R 2S &£ZfiR 1> tf*mm : ?$:%L. 

R u &/\ny>m?, Cmt;u+;us. c,.,7)vn^'>m, zrzfo-ham&m 

R , ^fe«fctfR , W**JK : P£»U 

R M *«, Cu7;U*JPS, C»7)V!r=.)V&. Ci47)V*-)V& (CJW^ 
ttCM7;U3^->Sfc«k0fift$nT^Tt)«fc^) (CH,) q-R 1! (q 

2 0. R l, ##M&C„7;U=l*->g£3jU R'WSR"- (CH,) p-O 

fnfn, 7K^»(CckDg^$tiT^T ! bct^CM7;u^;u*tctoM^^nT 

^Tt)iW. £fcttgR"- (S) m- (R»tt, CM7;U+;US»C«kOBSI$ 

**^»ttC w 7;WP*KJ:0«»*nT^TfeJ:^a*JW^*«kt«*JKW 

U mli0T*5) £*U p*U-4 0fift**t, »3&B 1 9 * fete 2 0 II 

2 2. p *t 1 T**, If 19-21 OUfftjfe-qifclB*©^*. 
2 3. R'W. 1R"- (S) m- (CCTR'U C W 7;WU*(CJ: OH 

U ratt0Ti55) £3rf> tt^Sl 9~2 1 O^fttjfc-gNCIBfcfc'ffc^tt. 

2 4. R J W, IR"- (S) m- C^TR'U C^M^I/gll,*; OS 
1ft $ tl T H T t> £ H 1 g it it 2 (i © g X £ £ tf TO f □ <D 6 g IS ^ St5£ S * £ 
U mteOT&-5) £gU p^lT*5. tt#5i 1 9 ~ 2 1 <ZH>f tl^-JItC 
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2 6. X*»CHS&HNS«l, 
- (CHi) p-0-£5U 

u 

R'W, c,. 6 7;wug, Cm7;p^-;u», c«7;p*-^x (c,47;wu 
S, c M 7;i'^r=:;u»*j«ttKc M 7;i/*=;u*tt» -tn-^n, /\uy>m?&tz 

ttC w 7;U3 + 2/*fcJ:0«*$nT^Tfc«fc^) (CH.) q-R" (q 

s^^T) sarr, 5 izmmaikG®. 

2 7. R :, ^g^CM7;i/3 + ->»^L, R'WSR"- (CH,) p-0 
2 8. R J, #. 7Ki?S> 75 /S (u07>7I01 £fctt2 ©TkfclE^tt. 

-en^-'n. 7Ki?S{c e fco^^$nT^T : b«i;^CM7;u^;i/Sm;OM^$nT 

<^T*>J;^h *fctt£R"- (S) m- (R u «, C,47JWPgKJ:011ft$ 

2 9. prt«lT*S. »#9|2 6-2 80^fn^-3StE«0^«!j. 

3 0. R J W, »R"- (S) m- (CdT*R"fi« C^WUgfCd; OH 
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U mttOT**) W*«2 6~2 8 0^-rtl^-«tClE«Offc^«. 

3 1. R"^\ SR N - (S) m- C^TR'll Cm7;U+;I/»{C «k OS 
»*<lT^Tt>J:^»l *fctt2floa*JR^&$tT5FfifD©6Jia*»SCai** 
U rattOTS5§) ££U prt*lT*5. if*52 6 — 2 8 0^Ttl*»— SIC 

3 2. R"m$tlT^TfeJ;l^'Jy;i/TS5M3 0£fctt3 1 fC 
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